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mm® 

®tt7S>'CCR3£m3J 

5 &mm 

*«k^7i/;^-tt««^&^©7i^;i/^-tt«JB. »«tt*»ftfi«kac^ 

□->*ft£o*fitt»«s. $fi?^iiJDjE> ff&3*ttwn& Kmwmummis. 
io ^wttsiiai', ffjfts^. jsttftTiiBis&£©«M]iK lawK©* 
±*-f**) o«»Kea-r*x-fx (aids : *3ettfta^±««») tcwr 

15 %mm& 

LTib*. 5*1X^-5 Busse, W. W. I. Allergy Clin. Immunol., 1998, 

102, S17-S22; EftES. 1999, 31. \mt2.Z&W) . «Atf. ^ 

20 ©SAtx^fc^TttfiHISH 1 (ICAM-1) 5t^©#-rsci«hHJ:0, 0 

tt3Re»w*5^*fi l tti*©aStt*«3fi<7Rift$nTt»<& (Wegner, C. D. el a!., Sci 
ence, 1990, 247. 456) . 

25 S*lfc Jose. P. J., et al.. J. Exp. Med.. 1994. 179, 881; Garcia- 

Zepda, E. A. et al. , Nature Med. . 1996, 2. 449; Ponath. P. D. et al. . J. C 
I in. Invest.. 1996, 97, 604; Kitaura, M. et al. , J. Biol. Chem. , 1996, 271 
, 7725&<tf#BB) o £bK, x^**»^K«±H»iSLT^SCCR3Hr 
79-\Z&&LtiFR&5mrzz.ttj*m9l2tl* X:t**^>-2, RAN 

30 TES (regulated upon activation normal T-cell expressed and secretedWBS 
W) , MCP-2 (monocyte chemoat.tractant protein-2 (DV&W) . MCP-3 ( 
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monocyte chemoattractant protein- 3 (DV&W) > MCP-4 (monocyte chemoatt 
ractant protein- 4 (DV&m UE<Dj£im®? %x^^+-»J: 0 fcrWB&SteP 

-5 (#**.&*, Kitaura, M. et al., J. Biol. Chem. . 1996, 271, 7725 ; Daugherly 
5 , B. L. et al., J. Exp. Med., 1996, 183. 2349 ; Ponath, P. D. eta I., J. Ex 
p. Med., 1996, 183, 2437 ; Hiath, H. el al., J. Clin. Invest.. 1997, 99, 17 
8; Patel, V. P. et al. . J. Exp. Med., 1997. 185. 1163 ; Forssmann, 0. et a 
I., J. Exp. Med. 185, 2171, 1997ft £#JK) . 

x***->>©#tt«^0fluiitt» afcfcss©*T&<. mm#?%®ft <cd 

10 lib) Oft^fe (WAtf, Tenscher, K. et al., Blood, 1996, 88, 3195ft£ 
#Bg) , mWB&OM£.&M (Wxtf, Eisner, J. et al., Eur. J. Immunol.. 19 
96, 26. 1919ft£*#88) > EDN (eosinophi 1-derived neuroloxineCDB&IW <D1& 
fctMSit (El-Shazly, el al.. Int. Arch. Allergy Immunol., 1998, 117 (suppl. 1 

), 55#hb) fcg, &wm<om&it\zm-?z>mbn&$nT^z>. *&, 

*it"bftftatlTl»4 Palframan, R. T. et al., Blood, 1998, 91, 2 

240ft £#89) c 

x***-> >&&xfc c r 3 ifi§sM3tf&&to z<D7 v>)v*-&mm\z&\,*Tn.m 

20 t7 f ;p{:*^TttX*^*S/>tt{*:tC«fcOff85>jfa*»WllHSn*Ci: (Gonzalo, 
J. -A. et al., J. Clin. Invest., 1996, 98, 2332#{I) . ?^^I71/M- 
tT^lC*V»TttX*^*'>>^»fcJ:0»»^»)WI|l»ian*ii: (Teixeir 
a, M. M. el al. , J. Clin. Invest., 1997, 100, 1657) , WttrJWZ&ltiT 
ttJL****s>ftftffmte&M<Df8fSL&V9M?ZZt (Ruth, J. H. et al. . J. I 

25 mmunol., 1998, 161, 4276#BB) . X^ + ^lSfc^ WI^DXfcffik**** 
T^fe-klflaWttftK^t ^Hl^^TjfigltWSP^ffli^J^n^ d t (Rolhenber 
g, M, E. et al., J. Exp. Med., 1997, 185, 785#BR) , «ai!JS#<0&flf£Ttttl 

lC/CjttTl/^^<t (Ying, S. et al. , Eur. J. Immunol. , 1997, 27, 3507#1) 

m. I. Respir. Cell Mol. Biol., 1997. 17. 683#H) ft<!:#SB££nT^-5. 
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. X^+'»^<^LTUS^<J:^®0SnT^SJlt^6. (Garcia-Zepda. 
E. A. et al.. Nature Med., 1996, 2, 449#Bg) , itl&O^K^HTfel* 
9 * > >**aS&1ftlRl ^lio T ^ S H i: 

^□-^i'O^ttlSI, fftt«lflllH£. ffStf*ttt?JIBIfc, TOifftlt 

10 am. mmkmm&* $?Rj*tt««tt2fefc#, 

$6fC, CCR3Uiz^-»4ffa»0*&6Wiai3»» Th2'JWmC 

itfCCRSte. d*i&©IBIIIg££fRSti\ fcttft:-f5;i<hKcl;oT : k7IWl'*- 

^ft-S (#J;Ui\ Sal tus to. F. et al., Science, 1997, 277, 2005 ; Gerber, B 
. 0. et al. , Current Biol., 1997, 7, 836 ; Sal lus to, F. et al. , J. Exp. Med 
20 ., 1998, 187. 875; Uguccioni, M. et al. . J. Clin. Invest.. 1997, 100, 1137 
; Yamada. H. et al., Biochem Biophys. Res. Common. , 1997, 231, 365&<i:#Rg 
) . 

Ifc^oT. x***^>©CCR3Kttra»££IE*T5fc£4*K TfcfeS 
, CCR3£tftfiltt. x^+*»tR«*n-5CCR3©U^>H©SWttlia^ 

*fc, HIV-1 **!S±»jaicg5S£"rsRKCC 
R3*fiJJB-T*i:t'bl8«rStlTV>-5Jli:*»6. C C R 3J£ia#J«:H I 
30 SSfefceHTSX-f X (A I DS :tt£ttft&7±££8) ©teSUfcKtt^lW 
3l£UTt>WfflT&S£%ASft5 (flAtf. et al., Choe, E el al.. Cell. 19 
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96, 85, 1135 ; Doranz, B. J. et al., Cell, 1996, 85, 1149#«I) . 

*-y->r>-9-*Jl/#*-9-SK«*# (WO9804554#Bg) , tf^7v>>£ 
tat^Uy>i#ft (EP903349 ; W00029377 ; W00031033 ; W00035449 ; W00035 
451 ; W00035452 ; W00035453 ; W00035454 ; WO0035876 ; W00035877#BB) , Mu 
5 yj?>»#» (TO0031032#BB) 7x-;|/77->lf^ (W09955324 ; W0995533 
0 ; W00004003 ; W00027800 ; WO0027835 ; W00027843#il) . *J J; 

(W09802151#BS) Jft*, CCR3l/-fc^-KJ*f aiSft»tt€r*r"rSit 

&fc5. *5eWT?fflHSfl:^«ltt, W09925686»C^a$tlTV^ft'&#J<!:^- 



1 5 jb±<dc c r 3 cis^-rs c: t sBa^-rsstt^wrsfi^ ^**s«rs - 

*f£W©SS&SBWtt, CCR3iStaffl*ffl^T. X^*'»)^i:©CCR 
3 CD U # > F *««W»U&± © C C R 3 Cfif^-f S £ t ifim B O-OT & S «k 5 ft& 
S * £ / * & ttTOft SHAW * utX'*5. 



30 
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(CH 2 ) k , 




O 



>-(CH 2 ) r N 



(CH 2 ) n -N-C-(CH 2 ) p 
R 3 



(CH 2 ) q -G-R 6 



(I) 



(CH 2 ), 



'm 



5 



-f;i/S, c 1 -c 6 7;u*;ps. c 3 -c 8 ->?o7JMr>8, c 2 -c 6 7;uy-^s 
15 . c,-c,7;m*'>a. c,-c 6 7;MM^:a-a. c 3 -c 5 7;u*i'>s, c 2 

-c 7 7;u^y<;us. c 2 -c 7 7^n**^#-;i'S, c 2 -c T 7;w*>'-f;u* 
+->s, c 2 -c 7 7^/<;u75 ya, c 2 -c 7 n-t^mjvj^^ 

20 C 4 -C 9 yV-vi7D7Jl'+;l'*JW\* ; E-1'JUS, C , - C 6 7;i/*;i/7Jl'*^;i/^ c 

3-c s (7;U3+v*;i/^r;u) yv-7x-;u*;i/A' ; e-r;i/S. bf^u 

: -NH (C = 0) 0-T'S$n?)2iiS, it : -NH (C = S) 0-T^£n5 

2fiS. 7 = ys. (c,-c 6 7;p*jw 7s/s> =bL<«. ->* (c,-c 6 

25 7)V*M 73/*TB&SftTHTt>J:<. :n507i^S, C 3 -C 8 ->:7 
t»L<ttC ,-C 6 7Jm*'>S{:«fcoTll|ftanTV»Tt>«J:^. 

r 2 «> 7K5{iil^> c,-c,7^*;ua, c 2 -c 7 7;m+->^^*^;i/S, t 

30 K $fcli7i=JH**l;, R 2 iC*3W^.C 1 -C 6 7;i/+;USS^{J7x 
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C 1 -C 6 7;U3*->Sfc«toTfilJftSnTV>T ! 6>«k^. ItHly, j=0©i:£«R 2 
j \tO-2V>mk*%.t. 

hh'D+yl. C,-C,7;W*^«. fcl/<ttC,-C 6 7^:3*->2SfcJ:oTfi& 

io c e 7^*jp**«"r. 

s&ac ! - c B 7;Mr***«u r 4 *3ckt;R 5 {ife^§ c , - c 6 7)v*)i>mt. 

*)WfV&* ^7-v/S> C 3 -C 8 ^P7W1, C!-C 
15 B 7;io*'>K> C,-C 6 7^+^^-S. (&«flS©ADy>HH\ th*o*->2 
, C 1 -C 6 7;P*;PS. C,-C 6 7^3*->S. feKtt'OyW+ylCio 

^**->*;w#=ji'*, c 2 -c 7 7;^y-f;i'», c,-c 7 7;io*->#;n*=/i< 

S. C 2 -C 7 7)VtlJ1)V**"ym. C 2 -C T 7)VJ3s"()l7S.y , m. C 2 -C 7 N 
-C 6 7MJW 75/Sv 5> (C 1 -C 6 7;P*JW 75/S, =bb<« (^foR 

ftbtiMf, anisic **tf/fcixi^*HK**i-3«w***»* 

25 JUSflWELT^TfcJ:^. 

Gtt. -CO-, -S0 2 -. -CO-O- -NR 7 -CO-, -CO-NR 7 - 
v -NH-CO-NH-, -NH-CS-NH-, -NR'-S0 2 -« -S0 2 -N 
30 R 7 -, -NH-CO-O-, Sfcti-O-CO-NH-T^Sn-S^^T. 

T\ R 7 tt, **S : ?SfcttC 1 -C 6 7;i/*JI/S^-r^. R 7 (iR 5 i 
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Ti|g£m£flMLTUT*>J;<, $e>C:±!ER 6 K:fctt£7x^l>g, C 3 -(V>7 

io ham, ^->7±hS, #;i/#*y-;i/S> a^t-r^s. 

c x -c 6 7)v*)im. c 3 -c 8 i/zo7)i'*)m, c 2 -c 6 7)i*=.)m> c 

, ^>v;ps. ^>V^)im, 7x.-)iz)i7 4 y 
15 3-7i-;wkfi, c t -c,7**y-f;wi, c 2 -c 7 7Jio* - 
c,-c 7 7;kfr/-r;M-*>'*. c 2 -c 7 7W/-f^757i, c 2 -c 7 
N-7^+;u^;w\* ; e<ji/a. c,-c 6 7Ji/*ji'X;i/*^s, 7i=^*mi 

-f^*.' AT, /V-v (Cx-CeTJ^W 7^77^-fJH- 757®, (C, 
-C 6 7JP+;i/) 757S. *J (C,-C 6 7;P*;W 75/g, ^>^;i/75/S> 

20 c 2 -c 7 (7^3*->*;i'ii«-;w 75 /s. c,-c 6 (7^*^;p*-;p) 7 
v>Tt><fc<. cne»<7)7x-;us. c 3 -c 8 ->^D7^+;i^s, c 3 -c 8 ->7P7 

li©ADy>gf. *>77«, kHD+yl. 7 5 /S> h'J7;Pat-P^^;W6, 
25 C,-C,7^;H. C I -C 6 7;i'3 + '>*. C.-C^JMPJH 1 *^ t7 (C 
,-c,7JU*;w 75 /a. (c,-c 6 7;M^u) 7$/lf:<t^TtI 

n*K#jp#v *fc«*o»wc«p«sn«c 1 -c e 7JU*;pf*tt(»:*wai«» 
30 tr*. ccR33fi*H4-r*««o»*iifeL<ttTO*3Wf«*n*. 
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.HOC CR 3 ©U #> F©g^lS^©£8Mfejfl*IH#r 3ffi'l4£WT&o T & 
±ltl5C (I) T^sn<&il:H^raCCR3i6in»ic««. 

±!2j£ (I) fcfcHT, R»tt7x-;US, Cj-C 8 y^a7MJH. £fcttA 

Jg&3Btt. MfiOAO^fi?, kFofyl, v77S, -hogg. #Jl^+ 
Uhn^m. c 1 -c 6 7)V^)vm, c 3 -c 8 ->?P7Jk*;i'g, c 2 
-CeT^-^S, C-C^ra*^*. C,-C e 7^*^*S. C 3 -C 5 
15 7)l*U>m* C 2 -C 4 7JP*U>**->ai, C 1 -C 3 7;l'+l/>v**^*. 7 

\AOk7$7g> c 2 -c 7 7;^y-r^s, c 2 -c 7 7jkp*7j;k£x;hs, c 2 

- 0,7)113/ 4 Jlttz/S* C 2 -C 7 7)ltl/^)l7^/m. C 2 -C 7 N-7)l 
*f\,i3)VK : t-4M&* C A -C 9 N-=y^7U7)V^)^tl)Vn^)Vm. C l -C 6 7)V 

20 *;k7;k*x^S. C 3 -C 8 (7Jlo*~>**#r:;W N-7jl=.)VJj 
)V/^^)Vm> ¥^) : y/ti)V#~)Vm, W-fcV/l3)Vit-)V&, l-tfn'Jv 
-;l/*;P#-;i/S, j£:-NH (C = 0) 0-TS$n§2iiS, S:-NH (C 
= S) 0-T3l£*l-5 2tifig, 7573S> =E7 (0,-0,7^*^) 7578. t> 
U<«v (C,-C 6 7;k*;i/) 75 78Tg^$tlT^T ! fcJ:V^ 

25 R'fcfcttS rc 3 -C 8 ->^P7^*;USj fctt, «Atf->i'D7DWk "y>/u 
7^;k >^P^>7Jk v^P'N+v'Jk y^nVf-JK i/puXPf-frgtS. 

-> fj o ^ > * J: tf~>£ p ^+ : sM&k t'^ltf £ n-5 . 
RMc*ttS, r^yaSFFtLTBSMFF. 6iOTF> b<»4**« 
30 ^*l-3ttrr*##»»l*»*J ?xr;k 7UJk YZu\))V 

, -f5^!/u;k tf^yujk **+)-7u;k -<7 7 u;k ^77u;k -y 
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7?77u;k trus>;k eu5s>=;k hU7-^-;k MJ77UJk 
&mti.m#mt{sTte. ^xx;k 7UJk enu;k -f v*** % /u;k 

»l«*aia**i*L, *®*?ig&JI#flfcLTtt. :h7^;k -f >KU;k ^>7 

^>7^x-;k */u;k ^>7i , s^*7u;k ^>7:t*-tf-7u;u 
io , ^>7h'J77u;k ^>7^*-y-v77u;p (^>77 5-y i x;u) , &&zfi* 

is ^jaoiBSkatuTo rApy>n^j 7 jurih?, 
R'cilftliuo rc l -c,7;u*;paij WAtf^^k x^Mk n- 

7Df;k ji-T^Jk 77-^>^k n-MrSWk n-^Jk n-t^f 
-T77ot!;k <775 1 ;U, sec-7f;K f e r f-T^k -fy^? 
20 ;k ^"O^k f e; f-^>fJk -fV^yJK 2 - ^^^^>?;u, 1 
-x5 1 ;i/7*^;i/S^£0C 1 -c 6 (Diim^fett^^O7^;l'S^S*L, 
*pafcJlfl09£UTtt» *^Jk x3Mk 7*Dt?Jk 77o tfJUS^i:^ 

R'Offi&StLT© rc 3 - C 8 i/i?a7M;Hj <hfct, WER 1 ^*^* rc 
25 3 -C 8 ->7d7J1/+;1/Sj <&J£*£GH*T*D, *©ffttWW|£fl<bRi;S**tf 

R'oiiliiro rc 2 -c 6 7;i/yx;usj ttt, aiaw:, t?x;k 7u;k 
l-7D<x;k 2-7*xx;k 3-yr-Jk 2 -*3SM/- 1 - 7*D^x;k 4 

30 a«*Jfctt#tttt©7;i^-;i'S**i*U *©*?a&#M*0!liUTtt> t*x;i,g 
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R'oflHttfcl/ro r Cl -c 6 T;^+^Sj tit, ffiffic.-c^JM^g 

R^UfftStl/t© rc 1 -C 6 7;^;i/^Sj fctt. MEC^-CeT^** 

V5*5-V>* "0**^l/>, fc<ktfl-*^h'J*^>gfc<!:©C3-C 5 
©20fi©7;MrU>S£ii'*U ^©ffigftjlftflijt LTH, MJ*3 1 U>*. y- 

R^g&SiLT© rc 2 -c 4 T)V*r\s>tt~>&] tit. flAtf, x^uy* 

*v (-CH 2 CH 2 0-) . MJ*^U>:j-*«> (-CH 2 CH 2 CH 2 0-) . x 
hy/^l/Wy (-CH 2 CH 2 CH 2 CH 2 0-) . 1, 1 -i?*?)\,3L?-U> 
(-CH 2 C (CHj) 2 0-) mUE(D, C 2 -C 4 (D2m7)l*U>mt* 

(-OCH 2 0-) » JL^V (-OCH 2 CH 2 0-) , 

>v^-+v (-OCH 2 CH 2 CH 2 0-) . 7°Dt>>v;f+v (-OCH 2 CH ( 

ch 3 ) o-) &t£t(Dc l -c 3 0 2m7)^^>&t2m(o^'>mtf}^tji?>m 

r 'oiili lt© rc 2 -c 7 7;^y<;i/Sj t«, 0y*j£, 7-fe^;k 7n 
/v-Ok y^y-fjk ^>*/w;k 's+uv-ok ^7°^/w;k -rvy^-y 

^um&tzitttmtfDT ; ^ ^mmtmrnitLxit. 7± 
R'osmmtbxo) rc,-c T 7;P3**>*;p*=jHj ttt, Miec^Ce 
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R'OBJftStLT© rc 2 -C 7 7;^/-f^*+vSj tit. mnec 2 -c 7 7 

R'OfiJftStLT© rc 2 -C 7 7;U*/-fJP75/Sj ttt, ml!5C 2 -C 7 7 
5 ;w*y-f;i/«t7S>'St^6&*S*«"*L, *©J84itt**W!ttTtt, 7-fc 

R'wiiitu© rc 2 -c 7 7;u*^*;p/ , ?t-f;usj £tt. WBC,-c a 
7;p*;ug£aji//i*^ju££a>s&ag£*ifcu -€-©ffSfc^#0i£LTii, 
A^-^^w^A^-r^s, w-x^;u#;p/t^;pato£#¥»:fsn*. 

10 R'Wg&S^LT© rc 4 -C 9 N-i/<7n7)l*)V*)l>rtf()mj tit. ffi 

fSc 3 -c 8 i>^D7^;i/St*^A* ; e^;i/S«i:7j^^-&s^S"*u> -e©#ji& 
R'ofiStLTO rc 1 -c 8 7;p*;^;p*r;usj <t«, littEC.-c.y 
R'OiilliLT© rc 3 -C 8 <7Jm*«>*^#xJW ttt, husB 

c 2 -c 7 7;u3^v^j;i/#^a<i:^9 1 >'i/Si^e)/=c*a*. : t*L/, *-©#is&a 
20 mfznzo 

R l <Dmt&m.tLT<D r^y (C,-C 6 7;MrJl>) ttt, WEC,-C 

6 7;p*;uaitJ:-3TJllft*nfc75/S*«i*L. *©ffj8fc*fl£fl£UTtt, ;* 
3\H>7 5/«. X^l/7S/S&<^W6tt.5>. 

R l ©fI&«£LT© (C,-C,7^*;W 75/Sj fctt, H-£fcttJl& 
25 o/ > c2^©Huiac 1 -C 6 7;i/+^S^J;oTfi^$n/t7^ /»***U ^©$? 
jga^flcWtUTH, y^f^ya/I, S>X^;U75/», N-X.9)V-N-* 

?fr7$smu ttmi 6 . 

±SE©«^Tt), R'K:*»tS7xx;i/S, C,-C 8 y^D7MJH. 5f#«1g3fi 
SRS. *fcttKf-&ia©ll»Si: UTtt, Aoy>Ef, th*D*->S. C,-C 6 7 
30 ju*;ps. c 2 -c 6 7;^-^S, c 1 -c 6 7;m*->s. c,-c 6 7;u*;i^;i- 
S, c 3 -c 5 7;MrU>g. c 2 -c 4 7;i/+i/>^+->«. ^fi/>myl, 
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1 2 

7x-JH. N-y^-)\,tDVn^)Vm, 75 fcitfi? (C,-C 6 7;i/+ 

Apy>nc^ tHo^ys, c.-CejJWi^ c , - c 6 7;m*->«. c, 

£&ttJB£fS®Hft£li. S6Cff*fflOADy>JK^. kKD+yJ. 75/g 

. hU7;^D^^a, c 1 -c 6 7;k+;ps, t>L<ttc 1 -c e 7;^*s/«»r 

^C,-C 6 7^n + ->Stt, iWKR'fcfctt^xr^S. C 3 -C 8 y^n7M 
±!Bit (i) k*ht. r 2 «, *mw.=F, C!-c 6 7;i/+;i/«, c 2 -c 7 7;p 

C 6 7M^Jfctt7x-«, tt*fflOAPy>g^, th'D + yl, c,- 

c 6 7;mp^s, : bb<ttc 1 -c 6 7;i/p+->S(r c koTg^$tiT^TfectK 

r 2 c , - c 6 7)V*)\,m&&tfc 2 - c 7 7;m*->*;p^-;vstt, r 1 
nfctts 7 x c s -<v>*D7**»s, ^S^tf^S> 

R 2 lC^^§C 1 -C 6 7;k+^S^fc«7x-;PSOg^S<i:LT»APy>JM^ 
- C,-C 6 7^+;i/S*3ct^C 1 .-C 6 7^P + vS«> mIiaR I {C*3W-5 7x-^ 

fctfnjfeR'tt, **gr?££f S L 

±ffii£ (I) C*^T, j tt0-2©fift££-r. j ttOT*S«^]J«Rpt:ff* 

JtlEit (I) fcfcHT, kttO-2<B»»££U ,mH2-4©iS(W. 
#T t> k *J 0 Tm# 3 T&£>Jg£© 2 -fi» tf □ U k ifi 1 Tm^ 2 
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1 3 

k#lT*m#3T&5J®£<7)3-E$e^Uv ? X k# 
2 Tmfit 2 T*S«£© 4 -ffi$ t!^ U >*>, £tz\$ k 1 W4T^5^ 

3 3 - tf □ U ->* > & i k *» 2 Tm# 2 T & -5 $&<D 4 - tT^ U v 
5 >£#tf3:i<>:#T#3. 

±IBit(I) d&l^T, n&0£fc«l 

Wfc, k*U T*m^2Tn*iOtfe5I^©3-7S KtfP'JvX *5J:t>*k^ 

ro ±ibs (i) i;*3^x, R^a*^^ (^n^*niii-$/5:«^orc€ 

R'll^tSC^Cfi?^!!! MBR'Kfctt^xX^g, C 3 -C 8 i^ 

ufym-. c.-c^^nm. &&tfc l -c f ,7)\>n* : ym\t, -wen. an 

20 fER'Kfctt^x^NS^ C 3 -C 8 y^D7M;H. ftSftJgflgSBS, £jfcttlt 

25 ±SBit (I) fc*i»T, R 4 *«k^R 5 «, |i|-*fctt&fcoT, tH 
□ 7x-;US, £fcteC,-C 6 7;M^S£^U R 4 i5dttfR 5 l:::fctt3 

rt;u#*'>;Hk fcwt-oua, >;k&:7>£, c 3 -cv> 

^U7)V^r)Vm. C 1 -C 6 7jm4rv'S, C , - C 6 7 )V*c (&M:M<D/\ 

30 Dy>M^, kh*o+->i. c,-c 6 7;mp;h, c 1 -c 6 7;m*->®, *>l< 
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1 4 

^>yM+yI, ^>^#*->#;M*-;i,«, C 2 -C 7 7;i^/^g, C 2 - 

c,7;p3*'>*;w#n^ c 2 -c 7 7;u#/-r;M-*->g, c 2 -c 7 7;i^/ 
-r;u7^/s> c 2 -c 7 w-7^*;i^;w\*^<;i,g, c 1 -c 6 7;i/+;^;i/^n 
75/s, (c 1 -c 6 7;p+^) 7s/g, v (c 1 -c 6 7;p^;w 7 

^ * i - 3 m%-?z>%mmmmm£ £tz\t*:<D^>-e>mt <Dm&\z £ o mat £ n 

R 4 *s«fctfR 6 »c*»tsc 1 -c 6 7^*;PStt, HdfSRUifctts^x-;!/^ c 3 

R 4 & <fctf R 6 C*ttS C r C, 7;P*;P«©tt!ft3l t LTCDAay . C , 

-c 6 7;m*->g, c 1 -c 6 7)i^)i^m, c 2 -c 7 7)i*;-vm, c 2 -c 
7 7i!/3+->AMzjn t c 2 -c 7 7;i^/w./M-*s/g, c 2 -c 7 7;i/^jy-f 
5 ;P75/S. c 2 -c 7 w-7^*;i>rt^A**-oi4k c 1 -c 6 7;i/+;^;^-;v 
S, (c,-c,7MJW 75/s, (c,-c 6 7;m^) 7 = yi 

«, BuiER i {c*3tt-57x^^s. c,-c 8 i/^D7jp*;ps, %mmmmmm, * 

R 4 *3 £tfR 5 KlfcttS C , - C 6 7^*;^©HJftS £ UTOC 3 - C 8 a 7)1 
R 4 &J;tf R s fc*5tf* C , - C 6 7;P*;i/S©»ttS£ LT(D7i-JH01il 

iitoADy^Rf, c 1 -c 6 7;i/^s, *5<k^c,-c 6 7;i'3+->Stt, m 

R\ R 6 *i^©B»«*Sft*6ft4 r3-6ASBttKfl:**j ©fffifc 
A#«tLTtt, ->^d:/p/\°x y^D^y, ->^D^>^>, *«ktXi/^P 

^*u->&£#Hfctfsn*. &a>-et>, Tksai^tc-cz^*;^*, R 4 <tR 
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1 5 

±ESt(I) C*ilr»T» p»0^«l^U a\tO£tz\tl*&?. ptQ 
tflthlZ 0 t$>Z>®Gtf®lZfti£ t K 
±ISS (I) fcfc^T, Gtt, -CO-, -S0 2 ~, -CO-O-. -NR 7 — 
5 CO-, -CO-NR 7 -> -NH-CO-NH-, -NH-CS-NH- -NR 
7 -S0 2 -. -S0 2 -NR'-, -NH-CO-O-, SfclS-O-CO-NH- 

. R 7 ttR s «!:^oLj;l:/ioTC 2 -C57MI/>l^MLT^Tfc 
-CO-££l>'-NH-CO-NH-TS$tt5S&£>'W£tt-g>. 

R 7 {c*3^§c 1 -c 6 7^+;pstt> HffieR'(c*D^«.7x^;i/S. c 3 -c 8 ->^ 

R 5 tR 7 £fr*>tzz> rc 2 -c 5 7;i/+u>Sj t\t. *^u>, 
>, -JuMvy, hj^ux rh7^fu>, i -*2-)ihv*?u>* iy 
?*?uytz£<Dc 2 -c 5 omms. tzuftmijji* v ymzMm u 

±125$ (I) fc*l»T, R 6 li7irjH, C 3 -C 8 ->^D7JU*^S. C 3 -C 

25 j^Ti vxmmm^. mm®?, l < \t&mm=?z i - zmfitzmm 

Mt. C r C,->i?P7M/H, C 3 -C 6 ->*D7JHr-Jhi, "C>5W», » 
fStlll, £fcli«£8Stt, ttllw^y>gf, fcHD*->i, >jfc&7 

hs. ->7;i> -hoi, ^-tyjj-hm. t>)i#*y)im. tDvn^ jm* 

30 MJ7;M-p*?Mua, c 1 -c,7 < mpjus, c 3 -c,'>*d7JMuWS, c 2 - 
c 6 7^n;us. c 1 -c 6 7;m*->&, c 3 -c 8 ->7P7;i/*;M-*->g. c, 
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-C 6 7***? 1 :*«, C ,-0,7** ^ 7i-iH, 7i7+yl 
, 71-^75/1, «>*J)m* ^>\Af*2, 7i:W*7^*|, 7i 
-**JI,*-*g, 3-7i=WKHI, C.-CTMy-fJH, C 2 -C 7 

7*n*i';*7*#-*g, c 2 -c 7 7;p*y-r;u^-*->s. c 2 -c 7 7*77/<* 
75/s, c 2 -c 7 Ar-7***#*A**-f*g, c 1 ~c 6 7***>;**-*g 
, 7i=;wm^;h, at, /v-v (c,-c 6 7***) -7^77^ *»> 

75/g. t7 (0,-067***) 75/S, 5? (C,-C 6 7***) 75/g 
> ^>>>*75/g, C 2 -C 7 (7*3*->^;^-;p) 75/-S, C,-C 6 (7 
*****#"*) 75/S, feL<ttt*7; (0,-0 67***7.**-*) 75 

R 6 f:i&tf3C 3 -C )r >7D7***X, ^oEftLTtJtSgf. MB?, 

*«t^/t»KttS*« : F*i-3fl*"r*»#»i«*»x, *iac, (teat*. 
Mia r 1 (era l tsu $ *ut t> © t h»t $> o , *n^nw i;« « » a& awi <t u 

R 6 K;fctt5 rc 3 -C 8 v^D7*y-*Sj ttt, 0y*tf, Waff-fr* ~> 
7o^>x~;k ->*PA*-fe-;k y7DA7"r-;K fcitfv^n*^-* 
2fok£3M*7*$-=*g£*iJ|cU *©#i!fcA#:0!|£LT«. 1-->;7pa:>x 
-*S, 1 ~'>^D'\*-fe^*S&t*^tf^n-5„ tifr-Ch, R 6 iLT«> 7i 

-*s, 7»j*s, ^x-*s, <>Fu*a, ^>y7 7ifn*a^wf*u 

R 6 IC*(t-5 7x-*S, C 3 -C 8 ->^D7***», C 3 -C 8 ->^D77^- 

**. ^>v*», »s»tt*sas. *fcfa«^iitoBjftstLTOADy>s^ 

. C,-C,7***«, C 2 -C 6 7*^r-*S, 0,-067*3*^8, C,-C 6 
7**)HP:tg, C,-C 3 7**U>v:fr*->S, C 2 -C 7 7*7J/<*S, C 2 
-C 7 7*P*^77*#-*g, C 2 -C 7 7*# /-I" ***->£, C 2 -C 7 7*73 
7^*75/2, C 2 -C 7 7***^7 *7Wm C,-C 6 7***X** 
-*£> (C,-C 6 7***) 757», *«ktf5> (C,-C 6 7***) 75 

smt, BMfeR i (c^^f,7x-*s. c 3 -c 8 ->7P7***a. 3?§Ktt^» 

R 6 ^)g^S<!:LT©C 3 -C 8 ->i7 P7***«tt, fSffiR 1 KiStfS C , - C 8 <> 
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. |W]-££ttM&o7c 2 ^(DBflteC , - C 6 7)V*)Vm\Z ioTli$ ftfcTJl^ 7 
10 ^E-OI/S, AT, A^-vX^7^7 7 J t-1';US. iV-If^-iV-^fM^7 7 
R 6 ©B$g<!:LT<Z) Tc 2 -C 7 (7)l=i*~>t) frtf=.)U) 75/Sj <hte. Ml 

r 6 <dwWlM£Lt<d rc,-c 6 (7;u+;px;i/*-;p) 75 /gj tit, mmc 

R 6 OTOtLT© rt'T, (C, -C 6 7)V*)\>7,)l*-)l) 75/Ij |s] 
20 -Sfctt^-fj:-pfc20(DBUBec 1 -C 6 7Jl/+;i/X;^xj|/SfcJ:oT»$nfc7 

Ufr-eb. R 6 iz&tf%7 3L-)m, c 3 -c 8 ->7d7;M^S, c 3 -c 8 ->7 

x;i/S, c 2 -c 7 7)itiy^)vm, c 2 -c 7 7;u^/^;u73/S. 75/a^i* 

a, hU7;^D^^;p-s. c^-c^mmns, c,-c 6 7;m*->s, 7iz 
30 ;i/7s;P7^x;us, &£Zf7s.;mzmfz>z\ttfT'2z>o 

R 6 {;:fctt3 7xx;i,g. C 3 -C 8 ->7n7Jl/*^S. C 3 -C 8 ->7o 
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. c,-c e 7^+;wi, c,-c 9 7;io*«>g, Cx-c.j^+^^s. ty ( 

C,-C,7HJW 75/g, *&tts> (C 1 -C 6 7^;P) 7$/S(;:J^TB 

R 6 i;*(t^7irM < c 3 -c 8 ->^D7;u+;i/S, c 3 -c 8 v^o7;py- 
y>M^, c 1 -c 6 7;^;ps> c,-c 6 7;hj**>*, c 1 -c 6 7^+;p^^s 

. (C,-C 6 7;MUP) 7 5 /S, (C,-C a 7W) 7 5/»tt 

ifwi^sns c , - c 6 7)\s*)imnmz, ^nfcmfmzmm^mzim 
$ n 5 =t # / s & a***! i t \z mmm^ t r * c t n «t 0 x , w 
oit^*-»/<if0c c r 3 ©»j #> H**«w«ija±©c c r 3 t 

^aw^fflSHS-rsf^ffl* tosui, $ s cucc r 3 im*r*±*x. en* 
«sote*ii'bKtt : pi»iifrsit*<T#-5. -r^t?^±fBiC (i) Tgsn 

tiJlt^iy^^)l±)la-x, *5-)\,-k)\,u—7>. $>) fc*x;HfD'J F>&£©IS 
y U -fe U >X77;U^, y —^73: £©7;k3-;Mgfci*£JH ^Tii^f©^ffi fc 
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g *Mfr 5 c: £ c «fc o T^sfk sns. 

5 0 Omg/BTM. 
±gE5t (I) ©8Stt7 5>»#{*:©ffaaiW*:0iltLT, WTOTab lei. 

20 Tab lei. 1-1. 221 fccfeUT, r c h i r a 1 i t yj « r$fe#|Eg 

j . ttzt)?>m#7$><Dm±<D*&i%m<D&M&m*M*irZo trj h, 
75>®K±o^^^ii^^R©ie*tE®$^oe:t, rsj «, 
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Table 1.4 



Compd. R V(CH -Jr 
No. ' 



i k m n chirality R 3 



-(CH 2 )^P-(CH 2 )5-G-R 6 
R 5 



34 CmQ- 



CH,- 12 0 R 



-CH, 



OCH 3 



35 cm(>-ch 2 - 12 0 R 



- CH 2 - N- C-^^- OC H 3 



36 ci~\>--CH 2 - 12 0 R 



37 c^Q- 



ch 2 - 1 2 0 . R 



H 



-ch 2 -j*£hQ 

OCH 3 



- C H 2 -r*C-<Q 



38 Ch-i />-ch 2 - 12 0 R 



ch 3 



-CH 



39 cmQ- 



CH 2 - 12 0 R 



H 



-CH 2 



40 Ch-^~)-CH 2 - 12 0 R 



41 c\-\ )-CH 2 - 12 0 R 



42 CM^-CH 2 - 12 0 R 



H 



-CH? 



OCH, 



o F 

- C H 2 -N-C-Q 
CI 



-CH 2 



o , CN 



43 ChH(V-CH 2 - 12 0 R 



44 ci-4 >-CH r 12 0 R 



H 



-CH 2 -N-C-^^-0 
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Table 1.7 

Compd. Rl VfCH„l- 

No. " t/J 



f? 4 

'( CH 2)Ft7(CH 2 )5-G-R 6 



67 C 



W~ CH a- 12 0 R 



68 Ch\J-CH 2 - 12 0 R 



69 CmQ- 



CH 2 - 12 0 R 



H 



H 



o r 

F 



-CH 



-CH 



70 c 



71 c 



72 <*-<> 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



-CH 2 -M-C-^^ 
F 

O 



-CH 2 -N-C-^^-OCH 3 
H 3 CO 



-CH 2 -N-C- 



OCF, 



73 Ci~\ >-CH 2 - 12 0 R 



74 Ci 



CH 2 - 12 0 R 



o 

II 

F3CO 



-CH 2 -N-C 



O 

-CH 2 -N-C 



C0 2 CH 3 



75 )-CH r 12 0 R 



H 



-CH 2 -^C-^^-F 
F 3 C 



76 CH< >-CH 2 - 1 2 0 R 



77 C 



-o 



CH 2 - 12 0 R 



H 



H 



-CH 2 -J*C-^5 
F 
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Table 1.9 



NO. R 



2/ ^\^n 2 )— k m n chirality R 3 



"(CH 2 )p-|-(CH 2 )q-G-R 6 
R 5 



89 cmQkchj- 12 0 S 



-(CH 2 ). 



90 ci-( >-ch 2 - 12 0 S 



-(CH 2 ) 2 -N-C- W 



O / 



91 ct-\ >-ch 2 - 12 0 S 



H 



-(CH 2 ) 2 -N-CH^-CI 



92 o-( >-ch 2 - 12 0 S 



-(CH 2 ) 2 -N-C-^ 



OCH, 



93 Ch-< /)-CH 2 - 12 0 S 



-(CH 2 ) 2 



OCH 3 
OCH3 



94 C!-< >-CH 2 - 12 0 S 



95 d-Q- 



CH 2 - 12 0 S 



o / _ < OCH3 



-(CH 2 ) 2 -N-C- w 



OCH3 
CF 3 



96 c\-\ >-CH 2 - 12 0 S 



H 



-(CH 2 ) 2 -N-C- w 



O , CH 3 



97 ch-{ >-CH 2 - 12 0 S 



H 



-(ch 2 ) 2 -^chQhci 



98 a-<~> 



CH 2 - 12 0 S 



-(CH 2 ) 2 - N- C-^H OCH3 



99 cK /~CH 2 - 12 0 S 



H 



-(CH 2 ) 2 



H \=< 
CI 
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Table 1.10 



c °N^ pd ' r2^ (CH2),_ k m n chira,it y R 3 



■(C^^fCH^G-R 6 
R 3 



100 a-i >ch 2 - 1 2 0 S 



-(CH 2 ) 2 



101 c^<>-ch 2 - 1 2 0 S 



H 



-(CH 2 ) 2 



102 Ci-^Q>-CH 2 - 1 2 0 S 



H 



P. CF, 



-(CH,) 2 -^-C-^^> 



103 a-\_J-CHj- 1 2 0 S 



H 



-;cH,;,-N-c-p>-CF 



104 CK >-CH,- 1 2 0 S 



105 Ci-4 >-CH,- 1 2 0 S 



H 



-(CH 2 ) r NtChQ 
F 

p / CF => 
-(CH 2 ) 2 -N-C--Q> 



106 Ci-\ Vch 2 - 1 2 0 S 



107 a-C}-CH 2 - 1 2 0 S 



H 



H 



"(CH 2 ) : 



CF 3 
F 



108 cK >-ch,- 1 2 0 S 



H 



-(CH 2 ) 2 -K-C-<P> 
0-.N 



109 o-\ >-ch 2 - 12 0 S 



NO, 



-(CH 2 ) r M-C-^ 



110 CI-Q-CH 2 - 1 2 0 S 



H 



-(CH 2 ) 2 -j*C-f^-NC 2 
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Table 1.1 1 



p l_ • R 4 

R 



U nT' R 2 -^ (CH2)i " k m n Chiralit y R3 "(CH 2 )p47(CH 2 ^G-R 6 



o 

111 Ch-^_/-CH 2 - 12 0 R H -(CH 2 ) 2 -N-C-^Q 

112 cmQ-ch 2 - 1 2 0 R h -(Ch 2 ) 2 -n-c^> 

o w Bf 

-(CH 2 ) 2 - 



113 ci-4J-ch 2 - 12 0 R 



114 o-{>ch 2 - 1 2 0 R h -(CH,JrN-c-T^ 



119 CK >-CH 2 - 1 2 0 R H 



H N=/ 
CI 



115 o-(>ch 2 - 1 2 0 R h .(CH^t^c, 

0 OCH 3 

116 cm(>ch 2 - 1 2 0 R h _ (CHih _^_^ 



/=v O /° C 

117 cmQ-ch 2 - 1 2 0 R h _ {CH2h _^_jry 



och 3 

OCH 3 



O P 0H > 

118 Ch-{~)-CH 2 - 1 2 0 R H -(CHjjj-N-C-Q 



OCH3 

"(CH 2 ) 2 - 



0 W° 



120 CM[>CH 2 - 1 2 0 R H -eCHA-M-Cr^ 



CH 3 



121 CmQ~ch 2 - 1 2 0 R H -[CH 2)! -n-?hQ-ci 
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Table 1.1 2 



f" k m n chirality R 3 



"(CH 2 )p-|-(CH 2 )q-G-R 6 
R 5 



122 O-i >-CH 2 - 12 0 R 



H 



-(CH^-N-C-^J^-OCHj 



123 O-i >-CHj- 12 0 R 



O P 
-(CH 2 ) 2 -N-C-Q> 

CI 



124 ct-^)-CH 2 - 12 0 R 



-(CH 2 ) 2 



o , CN 



125 ct-< >-ch,- 12 0 R 



H 



-(CH 2 ) 2 -N-C^^J"0 



126 Cl-\>-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C-^J 



1 27 a-4)-CH 2 - 12.0 R 



128 0-6>-CH 2 - 12 0 R 



129 a-{~)-CH 2 - 12 0 R 



-(CH 2 ) 2 - 



F 

O , CF 3 

-(CH 2 j 2 -f^-CHQ> 
F 



CF, 



-(CH 2 ) 2 - 



F 



130 Ch-^-CH 2 - 12 0 R 



-(CH 2 ) 2 - 



OCF, 



131 a-i >-ch 2 - 12 0 R 



H 



"(CH 2 ) 2 - 



P F 3 
F 



132 Ch-^^-CH 2 - 12 0 R 



H 



-<CH 2 ) 2 -J!C^3 
0 9 N 
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Table 1.13 



r™,, R^ 



No. R< 



k m n chirality R^ 



R 4 
R 



133 Ci-< >-CH 2 - 12 0 R 



H 



NO, 



-{CH 2 ) 2 -M-C- w 



134 Ci 



i-Q-CHj- 12 0 R 



H 



-(CH 2 ) 2 - N- CH^Jy- N0 2 



135 ci-C )-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C-^)> 
8r 



136 Ci-<>-CH 2 - 12 0 R 



-(CH 2 ) 2 -£C-^3 
F 



137 v-O- 



ch 2 - 12 0 R 



o 

-<CH 2 ) 2 -N-ChQ> 
CI 



138 ..■ Ci-C >-CH 2 - 12 0 R 



H 



? c w CI 

-(CH 2 ) 2 -N-C-Q 



139 cK )-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C-^-Ci 
CI 



140 ci-hQ>-CH 2 - 1 2 0 



R H 



141 Ci-i >-ch 2 - 12 0 R 



H 



-(CH 2 k-N-C-^3 
H 3 C 
H 3 CO 

-(CH 2 ) 2 -I^C-^> 
H,00 



142 CK )-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C- w 



0 



143 CH^^-CH 2 - 1 2 0 



H 



-(CH 2 ) 2 -N-C-QKBr 
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3 3 



Table 1.14 



Compd. R V(CH 2 )r 
No. Fr 1 



k m n chirality R 3 



-(CH 2 )^-(CH 2 )^G-R e 
R 5 



144 Cl-<\ >~CH 2 - 12 0 R 



(CH 2 ) 2 -N.C^f ; 



145 Ch-<\ >-CH 2 - 12 0 R 



H 



u 

-(CH 2 ) 2 -N-CH^~yCF 3 
H \— — / 



146 Ct-( x >-CH 2 - 1 2 0 R 



H 



-(CH,) 2 -N-C-Q-CH 3 



=-0 



147 CH-<\ >h CH 2- 1 2 0 R 



H 



-(CH 2 ) 2 - N» ChQ^ CH 2 CH 3 



148 CK />-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -rsJ-C-^^-CN 



149 CK\ >ch 2 - 1 2.0 R 



H 



9 C=< 

~(CH 2 ) 2 -[*C-0 
n > — ' 



150 ci-i >-CH,- 12 0 R 



151 ci-Qkch 2 - -12 0 R 



H 



H 



-(CH 2 ) 2 



"(CH 2 ) 2 - 



F 



152 ch< >-CHj- 12 0 R 



H 



-(CH 2 ) 2 



O / 



153 chh( >-ch 2 - V 2 0 R 



H 



-(CH 2 ) 2 



154 Cl-^^-CHj- 12 0 R 



H 



-(CH 2 ) 2 



0 rJ 
F 



WO 01/10439 PCT/JPOO/05260 

3 4 

Table 1.1 5 

"no.' tf/ ^ nzr > k m n cmranty R J -(CHjjJpi-CCHa^G-R* 
R^ 

o 

155 d-Q-CHj- 1 2 0 R H -(CH 2 ) 2 -n-c-hQ-och 3 

H 3 CO 

156 CMQ-CH 2 - 1 2 0 R H -(CH^-Jfl^-OCF, 

157 Cl-(~)-CH 2 - 1 2 0 R H -(CHrfa-N-C-^ 

F 3 co 

158 CH^QhCH 2 - 1 2 0 R H -(CH 2 ) 2 -N-?-Q-00 2 CH 3 



160 CH-\ /-CH 2 - 12 0 R H -(CH 2 ) 2 N f 



159 CK\ >CH 2 - 1 2 0 . R H -(CHafe-N-C-^J-F 

o \_J 

161 CH-Q-CHj- 1 2 0 R H _ (CH2 ) 2 _N.(^Q 

F 

162 CJ-Q-CH a - 1 2 0 R H - (CH2)2 _n.c-^-F 

F 

O 

F 3 C 



163 Ch-^-CH 2 - 1 2 0 R H -(CH 2 ) 2 -^c-^- 



O , CF 3 



164 CJ-Q-CH 2 - 1 2 0 R H -(CH 2 ) 2 -N-C-^ 

165 cmQ-ch 2 - 1 2 0 R h -(ch^ch^ 



CH 3 
CH 3 
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Table 1.17 



Compd. R >(CH 2 ) r k 

NO. H" 



m n chiralitv r 3 



-fnw^ — I — /ru w^-p6 
R 5 



177 cmQh-ch 2 - 



12 0 R 



178 CK\ /hCH 2 - 12 0 R 



179 Ci 



12 0 R 



180 CK >CH 2 - 12 0 R 



H 



H 



H 



H 



-CH-^C-^J)~CI 



CH 3 



CH 3 F 



CH 3 



CH 3 



181 Ch\ >-CH 2 - 12 0 R 



182 cmQh 



CH 2 - 12 0 R 



H 



H 



N0 2 



CH 3 



CH 3 O 
CH 3 



P F 3 



183 cmQ)-ch 2 - 12 0 R 



H 



CH 3 O 



Bf 



-CH-N-C- 

' H \=/ 
CH 3 



184 CK >-CH 2 - 12 0 R 



CH 3 O 



CI 



CH 3 



185 



CH 2 - 12 0 R 



186 ChK >-CH 2 - 12 0 R 



H 



H 



0 r-F 

chTVci 



CH 3 O 

-CH-N-C- 
I H V=/ 
CH 3 



CH 3 O 



CF 3 



-CH-N-C-/} 
I H \=J 
CH 3 p 



187 ci-Q^ch 2 - 12 0 R 



9 H 3 ? 

-CH-N-C 
CH 3 
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3 7 



Table 1.1 8 



Compd. 
No. 


Rl >-(CH 2 ) r 


k m 


n 


chirality 


R 3 


— (CHnbi— (CHob-G-R 6 
R 


188 


Ch-Q-CH 2 - 


1 2 


0 


R 


H 




189 


^ / 


1 2 


0 


R 


H 


CH 0 / N ° 2 

-CH-N-C-f X ) 
1 H \=/ 
CH 3 


190 


ci -0" cH2 " 


1 2 


0 


R 


H 




191 


\ y 


1 2 


0 


R 


H 


-CH-N-C-f N ) 


1 92 


o-\_/-ch 2 




o 


R 


u 


-CH-N-C-f ) 


193 


ChH G^ CH2 " 


1 2 


0 


R 


H 


_ CI 

— CH-N-c-f Va 

CHf-Q 




pj — / \_ CHo- 


1 2 


0 


R 


H 


-9 H -tf c -0 

CHj-fj F 


195 




1 2 


0 


R 


H 


(R) P /-\ 


1 yo 


CH-^_J>~CH 2 


1 P 


n 


R 


u 

n 
















_ N0 2 


197 


cH -0" CHr 


1 2 


0 


R 


H 


198 


ci -0" cHj " 


1 2 


0 


R 


H 


(5) P W 
CH,<j| 
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Table 1.19 



k m n chirality R J 



R 5 



199 c 



-o- 



CH 2 - 12 0 R 



200 cM W~ CH2 ~ 12 0 R 



201 c; 



202 C 



203 Ci 



-o- 



ch 2 - 12 O R 



ch 2 - 12 0 R 



ch 2 - 12 0 R 



204 Ch-\_/-CH 2 - 12 0 R 



205 ci-Q-CHr 12 0 R 



206 c: 



207 ci 



208 Ci 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



209 c| -0~ CHr 1 2 0 R 



H 



H 



H 



H 



H 



H 



CH,-fl 



(S) P H. 

CH 2 - 



a 



CI 



(S) P 

_|H-^c-<Q-a 



(S) P 
rN-C- 
H 



CF, 



(S) P >TA 
-CH-l^-C-f VCI 

cMp 

(S) P W 

(3 9 
-CH-N-C- 

O 

-CH-rfc- 
I H P 

O 



Br 



a 



(CH 2 ) 2 -^CH 3 
O 

ci 

(s> f? W 

-CH-N-C-f VCI 

[CHjJj-J-CHa 
O 
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Table 1.2T5 



c °N m o Pd ' R> (CH2) i" k m n chira,i <y R 3 



210 Ci 



i-Q-CHj- 12 0 R 



211 Ci-\ /)-CH 2 - 12 0 R 



212 Ci-4 >-CH 2 - 12 0 R 



213 CKhQhch 2 - 12 0 R 



H 



H. 



H 



H 



"(CH 2 ) r f-(CH 2 )q-G-R 6 
R 5 



TO 

o 

(CH 2 ) 2 -f-CH 3 

o 
o 



{5> w 

O 



NO-i 



214 a-\ >CH 2 - 1 2 0 



H 



-(CHab-C 



215 Ci-hQ-ch 2 - .1 2 0 



H 



-(CH z ) 3 -C-^>-OCH3 



216 ci-i /Vch,- 1 2 0 



217 a-i >-ch 2 - 1 2 0 



-(CH 2 ) 3 -C-/j) 



-(CH 2 )j 



H 3 co 



5^ 

OCH3 



218 CM^-ch 2 - 1 2 



H 



-(CH 2 ) 2 -C-^HCH 3 
H 3 C 



219 cmQhch 2 - 1 2 0 



H 



o 

-(CH 2 ) 2 -C 



o / 

CH^JK 0CH 3 



220 Ch-^HCH 2 - 1 2 0 H 



-(ch 2 ) 2 "ChQkch 3 



WO 01/1043!) 
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4 0 



Table 1.21 



No. R 2 ^ ' 



k m n chirality R 3 



f? 4 

-(CH 2 )5i-(CH 2 )q-U-H^ 
R 



221 Ct-< >-CH 2 - 1 2 0 



H 



O 

-(CH 2 ) 2 -C 



222 



CH 2 - 1 2 0 



H "(CH 2 ) 2 -C-hQ^CI 



223 cK )-ch 2 - 1 2 0 



H -(CH 2 ) 2 -C-^-0(CH 2 ) 3 CH, 



224 CK )-CH 2 - 1 2 0 



H -CH,-S-^>-CH 



225 ct-^y~CH 2 - 



1 2 0 



H 



-(CH 2 ) 3 -C-N-^ 



226 ci-0-CH 2 - 1 2 0 



227 CK>CH 2 - 1 2 0 



228 Ch-( }-CH 2 - 1 2 0 



H 



H 



H 



O , OCH ' 

-CCH 2 ) 3 -C-N-^} • ' 

O CI 

"(CH 2 ) 3 -C-N-^j> 
-(CH 2 ) 3 -C-^^-OCH 3 



229 Ct-0-CH 2 - 1 2 0 



H 



9 H 3 ° 

-CH,-C-CH,-C-N-^ i-CHj 
CH 3 H 



230 Ct-Q-CH 2 - 1 2 0 



H 



-CH^CHj-C-NM^-F 



231 Ci-(^-CH 2 - 1 2 0 



H 



-( CH 2>3- C -N-V^- C_CH 3 
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4 1 



Table 1.22 



Compd. R V(CH 2 ) r 
No. R 2/ 1 



k m n chirality R 3 



-(CH 2 J-( 



"(CH^fCH^G-R 6 
R 5 



232 O-Q-CHj- 



12 0 



H 



-<CH 2 ) 3 -C-N-^_} 



233 o-Q- 



CH,- 1 2 0 



H 



-(CH 2 ) 3 -C-N-CH 2 H^ 



234 ci-<Q>-ch 2 - 1 2 0 



-( CH 2)3-C-N-^7 



235 chh^-ch 2 - 1 2 0 



-CH 2 - CH-CH 2 -C-N- CH 2 -^-CI 



236 ci-^-ch 2 - 1 2 0 



H 



-CH 2 -N-S-/~~\ 



CH 3 



237 CK )^CH 2 - 1 2 0 



H 



-CH 2 -jvhC-(>CH2-^ ^> 



238 cr-\ Vo"2- 1 2 0 



H 



II y=rv 



CH" O" C 

CH 3 



239 0" CHr 1 2 0 S 



H 



240 




CH 2 - 



1 2 0 S 



241 



(Jhch 2 - 



1 2 0 S 



-CHj-N-C-^) 



242 



>h(~}-CH 2 - 



1 2 0 S 



-CH 
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4 2 



Table 1.2 3 



Compd. R V^ (C H 2 )r k m n chirality R 3 
No. R" 



-o6 



-(CH 2 )5-h-(CH 2 )5-G-R 
R J 



243 



244 



245 



247 



248 



249 



250 



Q-CH 2 - 
Ct 



,CH 3 
CH 2 - 

^-CH 2 - 



246 C ^_ CHz _ 





CH 2 - 



^-CH 2 - 



H 3 < 




CH 2 - 



CH 2 - 



251 F-\ /-CH 2 - 



252 H 3 CO-Q-CHr 



253 h,o-4 jHCH 2 - 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



H 



H 



H 



H 



H 



9 



-CH 2 -N-G 



-CH 2 -N-C 



-CH 2 * 



-CH 2 -£HO 



PF 3 



P F 3 



-CH 2 -N-D 



P F 3 



P F 3 



-CH 2 -N-C-£5 



P F 3 



PFj 



WO 01/10439 



Table 1.2 5 



PCT/JP00/05260 



ComDd. R S-rr.H.A- 



No. R 



265 8i 



CH 2 - 



266 



267 



S^I)-CH 2 - 



,OCH 3 
CH 2 - 



268 HjC-c-fp^Z-cHr 



269 h 3 o-s-\ /-»r 
o 

H 3 C0 2 



270 



271 




CH 2 - 




V_^-CH 2 - 



272 HO-4 >-CH 2 - 



CN 



273 



CH 2 - 



274 N ^ CH! - 



275 NC-i >-CH 2 - 



4 4 



m n chiralitv R 3 



1CH 2 )5^r(CH 2 )5-G-R 
R 3 



-q6 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-^J 



— CH 2 -hJ-C 



-CH; 



,CF 3 



P F 3 



-CH 2 -N"C-Q> 
-CH 2 -N-C-^J 
-CH.-N-C-Q 
-CH 2 -^-C-^ 
-CH 2 -N-C-^J 
-CH 2 -^C-^ 



P F 3 



,CF 3 



PF 3 



P 



-CH 2 -N-C- 



-CH*-N-C- 



PF 3 
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4 5 



Table 1.26 



To' 11 ' R^""^ 



lp k m n chirality R 3 



~(CH 2 ) 5 |-( 



-q6 



"(C^^CHa^G-R 
R 



283 



284 



286 




276 F-O-CHr 1 2 0 S 



277 OO^r 



278 h 3 oo 2 c-\ }-ch 2 - 



279 F 3 CO-\J>-CH 2 - 



F 3 CO 

o- 



CH, 



280 



281 HOjC-4 >-CH 2 - 



282 (h 3 C) 3 c-{^}-ch 2 - 



pH 3 



CH 3 

6 



285 ^~^-CH 2 - 




2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 R 



2 0 R 



H 



H 



H 



-CHj-N-O 



,CF 3 



,CF 3 



-CH 2 -N-C-^ 
-CH 2 -N-C-^J . 
-CH 2 -N-C-^J 



- cH ^rr c " v 



-CH 2 -N-C-^J 
-CH 2 -N-C-^J) 
-CH 2 -^C-(J 



-CH : 



-CH,-[j-C-<_> 
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4 6 



Table 1.27 



pi 

Compd. nv >-/CH,l- 
No. R 2 ^ ' 



wnH„v-5-rnH^>r-G-R 6 



R 



287 



288 



289 



290 



291 



292 



294 



295 



.Ci 



CH 2 - 

0-CH 2 - 
Cl 

,CH 3 
C/-CH 2 - 

^-CH 2 - 



b- 



CH 2 - 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1. 2 0 R 



293 - C \ = \ 12 0 R 



CH 2 - 



h 3 co 



2 0 R 




CH 2 - 



12 0 R 



H 



H 



H 



^ CF3 

-CH 2 -NhC-(J 



-CH 2 -N-C 



P F 3 



P F 3 



-CH 2 -N-C-£5 
-CH 2 -^-C^J 



-CH 2 -^C- 



P F 3 



P F 3 



-CH 2 -M-C- w 



296 H3 >=\ 1 2 0 R 



o 



CH 2 - 



297 F— { Vch 2 - 1 2 0 R 



H 



-CH 2 - 



-CH,-N-C-(_) 
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4 7 



Table 1.28 



Compd. "S-fCHMr- k m n chirality R 3 
No. Pr 



-(CHaJpl-0 



-Q6 



-(C^^CH^G-R 
R s 



298 h 3 co-^J-ch 2 - 



300 



301 



303 



305 



306 



308 



299 H 3 C-4 i-CHj- 



N0 2 



0 2 N 

O- 



CH,- 



302 0 2 N-Q^-CH 2 - 



CH 2 - 



304 O"?" - 

C0 2 CH 2 CH 3 



CH 3 



.CI 



^}-CH 2 



307 F 3 C-^-CH 2 - 



Br 



CH 2 - 



2 0 R H _ C H 2 -J-M 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



P F 3 



H V=/ 



- CH a-N- C "C5 
~CH 2 -N-C-Q 
-CH 2 -N-C-Q 



P 



-CH 2 -N-0 



— ch 2 -n-c- 



P CF 3 



-CH 2 -N-C-^ 

-CH 2 -^C-CJ) 
_CH 2 _N- C -(J 

-CH 2 -N-?-<^ 



WO 01/10439 



Table 1.29 



PCT/JP00/05260 



48 



pi 

P.nmnrl n \_/r^i_j \ 



No. R 



^/ '2V] 



N III n wuit wnij I i 



tr.v 



R s 



309 



316 



317 



319 




ch 2 - 



12 0 R 



31° °^>OV ^ 



311 Br-TVCH 2 - 12 0 R 



312 £>>CH r .1 2 0 R 



OCH 3 

313 ^ C H 2 - 1 2 0 R 



314 HjC-C-jf^-CH?- 



12 0 R 



315 h 2 c- 



9 



o 

H 3 C0 2 ' 



ch 2 - 1 2 0 R 




CH 2 - 



12 0 R 




CH 2 - 12 0 R 



318 HO-Q-CH r 12 0 R 



Q-CH 2 - 



2 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-^ 
-CH 2 -N-L(j> 
-CH 2 -N-C-^ 



-CH 2 -NhC-£5 
-CH 2 -j;hC-^ 
-CH 2 -N-C-h(_) 
-CH 2 -^C-Q 
-CH 2 -N-C-H^ 

-ch 2 -n-chQ 
-ch 2 -n-c-h(J> 



P^3 



P F 3 



PF3 



.CF, 
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Table 1.3 0 



Compd. R V(CH 2 ) r 
No. FT 1 



k m n chirality R 3 



~(CH 2 )X(CH 2 )^G-R 6 
R s 



320 



1> 



CH, 



12 0 R 



321 NC-\ >-CH 2 - 12 0 R 



322 f ^Cy C H 2 - 12 0 R 



323 fH /Kch 2 - 1 2 0 R 



324 h^c-^^ch^ 12 0 R 



325 F3CO-4 >-CH 2 - 12 0 R 



F3C0 

326 Q^CHr 1 2 0 R 



327 ho 2 c-^~~)-CH 2 - 12 0 R 



328 (H 3 C) 3 c-< yoi 2 - 12 0 R 



329 r^y cH 2- 12 0 R 



ch 3 



330 Cr-^^-av 0 3 1 



H 



H 



H 



H 



H 



H 



H 



-CHj-Jj-C-Q 

-CH,->J-C-^J 
-CHj-N-C-^J) 

_ C h 2 _^ c -hQ 



,CF 3 



_CH 2 -n- C - w 



-CH 2 -N-C 



-CH 2 -N-C-f x > 



- cH ^-fr c - w 



WO 01/10439 



PCT/JPOO/05260 



5 0 



Table 1.3 1 



Compd. R ^>(CHc)- 
No. 



k m n chiralitv P 3 



R 5 



331 Cm(~)^CH 2 - 0 3 1 



332 



ch 2 - 0 '3 1 



333 CK >CH 2 - 0 3 1 



334 CmQ^ch 2 - 0 3 1 



335 a-< >-ch 2 - 0 3 1 



CH 2 - 0 3 1 



336 ct ^y^ 



337 CK >-CH 2 - 0 3 1 



338 CI-hQh-ch 2 - 0 3 1 

339 Cl-^-CH 2 - 0 3 1 R 

340 CmQ^ch 2 - 0 3 1 S 



341 Ch-^^~CH 2 - 0 3 



H 



H 



H 



H 



H 



H 



H 



H 



O , CH 3 



-CH 2 -N-C-/>- 



OCH 3 



-i 2 - i v — \ r*OCH 3 
H \==< 

OCH 3 



o 



-CH 2 



H 3 C : 
-CH 2 -N-C-Q 



CH 3 



O , CF 3 



o 

"(CH^-N-C- w 
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5 1 



Table 1.3 2 



Compd. n V(CH 2 ) r k m n chirality R 3 
No. 



-(CH 2 )X(CH 2 )5-G-R 6 



342 Ct-i >-ch 2 - 0 3 1 



9 Hs 9 /— v 



343 CI-Q-CH,- 0 3 1 



H 



| H \=/ 
CH(CH 3 ) 2 



344 Ch-Q- 



CH 2 - 0 3 1 



| H \=/ 
CH 2 CH(CH 3 ) 2 



345 c»-(3~ CH2 " 0 3 1 



H "(CH 2 ) 3 -C-^ 



346 Ct-{ )-CH 2 - 0 3 1 



H 



O / 



-(CH 2 ) 2 -C-f V-OCH 



347 ci-\ >-ch 2 - .03 1 



H 



-(CH 2 ) 2 -C-H^^CH 3 
H 3 C 



348 ChH^^~CH 2 - 0 3 1 



H 



-(CHjfe-C-f VCH 3 



349 ci-4 >-CH 2 - 0 3 1 



H 



O 



350 Ch-\VcH 2 - 0 3 1 



H 



- cH ^i-0~ CH3 



351 C^ycH 2 - 0 3 1 



H 



-CH 2 -f|C-0-CH 2 -^j> 



352 ciH>-ch 2 - 0 3 1 



H 



0 

-CH-O-C- 
CH 3 



CI 
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5 2 



Table 1.33 



k m n cniraiiiy br 



R 5 



357 



353 Ct-i >-ch 2 - 1 2 1 



354 Ci-i >-CH 2 - 1 3 0 



355 ci-(>-CH 2 - 1 3 0 



356 CmQ-ch 2 - 1 3 0 



ch 2 - 1 3 0 



358 Ct-C }-CH 2 - 1 3 0 



359 Ch-Q-CH 2 - 1 3 0 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-<0 
_ CH2 _N.£_0 

-ch 2 -nj-chQ 
9 r v 

-CH 2 -M-C-^3 
H 3 C 



-CH 2 -N-C 



-(CH 2 ) 2 -N-C-Q 



360 ci-i Vch 2 - 1 3 0 



H 



-(CH 2 ) 2 -N-C-^_)-N0 2 



361 CI-< >-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 -C-^Q> 



362 ci-( )-CH 2 - 1 3 0 



u 

H -(CH 2 ) 3 -CH^J-OCH 3 



363 Ct-i >-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 -C^fj) 



WO 01/10439 



Table 1.34 



PCT/JPOO/05260 



5 3 



Compd. r V(ch 2 )- k m n chirality R 3 -(CH 2 fef- 
No. R 



(CH 2 )p-h-(CH 2 )q-G-R fc 
R 



364 C*-£}~ 



CH,- 1 3 0 



365 ct-^^-CHj- 1 3 0 



366 ct-i >-ch 2 - 1 3 0 



367 ci-4>-ch 2 - 1 3 0 



368 ci-Q-CHj- 1 3 0 



369 Ci-£>-CH 2 - 1 3 0 



370 Ci-{~)~ CH 2~ 1 3 0 



371 a-\)-CH 2 - 1 3 0 



372 o-i >ch 2 - 1 3 0 



373 ci-hQ-CHj- 1 3 0 

374 ci-^-CHj- 1 3 0 



H 



H 



H 



H 



H 



H 



H 



H 



OCH 3 

-(CH 2 ) 2 -" 

H 3 CO 

-(CH 2 ) 2 -C-^-CH 3 
H 3 C 



0 r-f 

■*-0 



-(CH 2 ) 2 -C-^ VOCH3 



-(PH^-C-f 7-CH3 



O 

-(CH 2 ) 2 -C 



w 

-(CHaJrC-Q-Cl 
o 

-(CH 2 ) 2 - C-Q- OfCH^CH, 
-(CH 2 ) 2 -C-h^J-S-CH 3 



-ch 2 -§hQ-ch 3 



-(CH 2 ) 3 -C-N-Q 

OCH3 



-(CH 2 ) 
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Table 1.35 



No. X ~ ' 2/) 



k in n Cuifctliiy 



R 

t-r _ (Cn 2 )p-j— (CH 2 )^-G-R 6 
R 5 



375 CmQh 



CH 2 - 1 3 0 



II / == A 



376 Ci-hQ^ch 2 - 1 3 0 



H 



-(CH 2 )3-C-JnmQ-OCH3 



377 ch-i )-CH 2 - 1 3 0 



H 



CH 3 O 

♦CH 2 -c-CH 2 -c-N-HT~Vcr 



CH 3 



378 cm! >-ch 2 - 1 3 0 



H 



379 cK )-CH 2 - 1 3 0 



-(CH 2 ) 3 -C-N-^_Jh-C-CH 3 



380 >-CH 2 - 1 3 0 



H 



-(CH 2 ) 3 -C-N-CH 2 -^ 



381 ohQ- 



CH,- 13 0 



H 



-CH, 



H !i \=/ 



CH 3 



382 cK >-ch 2 - 1 3 0 



H 



CH 2 N-C O CH 2 



383 Cl "^([~)~ 



CH 2 - 1 3 0 



CH 3 



384 cmQ- 



CH 2 - 2 2 0 



-CH 



385 ChT >CH 2 - 2 2 0 



H 



-CH 
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Table 1.3.6 



Compd. R S-( CH2)r k m n chira | ity R3 _ {CH2) i 
No. R "- s 



-q6 



(CH 2 )p-h-(CH 2 )5-G-R 

a 5 



386 0" CHr 2 2 0 

387 0" CHr 2 2 0 

388 0~ CH2_ 2 2 0 

389 0~ CHr 2 2 0 

390 0" CHr 2 2 0 

391 0~ CHz " 2 2 0 

392 0~ CHr 2 2 0 

393 0~ CHr 2 2 0 

394 0" CHr 2 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



9 




-CH 2 - 



9 



- CH 2 - jvj-C-^^-* C0 2 C H 3 

- CH 2-[t c A = ) 



-CH 2 -J*-C-Q 



395 



396 



CHj- 2 2 0 



Q-CH 2 - 



2 2 0 



H 



H 



-CH 2 -N-C-^^-8r 
-CH,-N-C-^-P 
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Table 1.37 



5 6 



DnmnH 



k m n cniraiity h 5 



Ijt 4 
R 



397 (~}~ CH2 " 2 2 0 



-CHj-N-C-^J-CI 



398 <Q>-ch 2 - 2 2 0 



H 



f? 



-(CHjjrw-o-Q 



399 Qh-chj- 2 2 0 



H 



-(CH 2 ) 2 -^C-Q-^ 




400 O" 



CH 2 - 2 2 0 



H 



-(CH 2 ) : 



NO, 



401 



CH 2 - 2 2 0 



H -(CH 2 )2-N-C-^^-C0 2 CH3 



402 (~)""" CHr 2 2 0 



H 



-(CH 2 ) 2 -N-C-^ 



403 i)-CH 2 - 2 2 0 



H 



"(CH 2 ) 2 - 



.CF3 



H \=( 
F 



404 



CH 2 - 2 2 0 



H 



-(CH 2 )2-JJ-C- 



PCF 3 



405 Q-CH f 2 2 0 



406 



CH 2 - 2 2 0 



H 



H 



-(CH 2 ) 2 



-(CH 2 ) 2 - 



407 0~ CHr 2 2 0 



H 



-<CH 2 ) 2 - 



H W 
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Table 1.3 8 



pi 

Compd. "V(CH 2 )j- k m n chirality R 3 
No. Pr 



408 



ch,- 2 2 0 



H 



-(CH 2 trV( 



-q6 



-(CH 2 )pt-(CH 2 )q-G-R 
R 5 



"(CH 2 ) : 



409 0~ CHr 2 2 0 



410 



416 



418 



CH 2 - 2 2 0 



411 .(J-CHr 2 2 0 



412 0^ Ch2_ 2 2 0 

413 0~ CHr 2 2 0 

414 0~ CHi! " 2 2 0 

415 0~ CHr 220 



CH 2 - 2 2 0 



417 0~ CHr 2 2 



CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



H 



-(CH^-N-C-^J-CI 

CH 2 CH(CH 3 ) 2 : 
CH 2 CH(CHj) 2 



(S) P W 
CH 2 CH(CH3) 2 



N0 2 



(5) f? 



:W^CH^^-C0 2 CH 3 
CH 2 CH(CH3) 2 



(S) t? /-^ 
CH 2 CH(CHa) 2 
(S) j? W 

CH 2 CH(CH3) 2 F 

O / 0CF3 
(S) i? 

CH 2 CH(CH 3 ) : 



(S) {? 



Br 



CH 2 CH(CH3) 2 . 

(S) P W CI 

CH 2 CH(CH 3 ) 2 
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Table 1.3 9 



Compd. R VfCH.V 
No. R i 



..... r... 

R 5 



419. {^CH 2 - 2 2 



H 



(S) i? 
CH 2 CH(CH3) 2 



420 



422 



ch 2 - 2 2 0 



421 0~ CH2- 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



-JH-JJ 
CH 2 CH(CH3) 2 



Pi 



(SI PW 

-<j;H~j^c-^J^ci 

CH 2 CH(CH3) 2 

-CH-^c-h^J; 

CH 2 CH(CH 3 ) 2 



423 {^" CH 2- 



2 2 0 



424 0~ CH *~ 2 2 0 

425 {3~ CH 2-' 2 2 0 



426 <(~}- CH 2- 2 2 0 



427 



CH 2 - 2 2 0 



428 0" CH2 " 2 2 0 



429 O 



ch 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



H 




CH 2 CH(CH3) 2 

(*) P W 2 
-CH-N-0-<f > 

CH 2 CH(CH3) 2 

(A) I? >TA 
-CH-^C-^J)-C0 2 CH 3 

CH 2 CH(CH3) 2 



CH 2 CH(CH3) 2 



CH 2 CH(CH 3 ) 2 F 

CH 2 CH(CH3) 2 

<*) P 

i H \=/ 
CH 2 CH(CH 3 ) 2 " 
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Table 1.40 



Compd. R V(CH 2 ) r k m n chiraiity R 1 
No. 



1CH 2 )X(CH 2 )5-G-R 6 
R 5 



430 0" CH z- 2 2 0 



431 



CH,- 2 2 0 



H 



ir<3 



-CH-N-C- 
CH 2 CH(CH3) S . 



(A) P y-x 
-CH-M-C-^jHBr 

CH 2 CH(CH 3 ) 2 



432 0~ CH2_ 2 2 0 



433 O" 



CH 2 - 2 2 0 



H 



H 



W P 




-CH-N-C-f V-F 
i H \= 

CH 2 CH(CH 3 ) 2 

O / Cl 
(A) P W 
-CH-N-C-<^_^-CI 

CH 2 CH(CH3) 2 



434 ci-( >-ch 2 - 1 3 1 



H 



-CH 2 -N-C-(3 



435 Ch-< )-CH 2 - 1 3 1 



H 




H 



436 Ch-{^- 



CH 2 - 1 3 1 



H 



-CH-r-N-C-f > 



NO, 



H v=/ 



437 CI-( >-CH 2 - 1 3 1 



H 



P 



-CH 2 -^-C-^^-C0 2 CH 3 



438 O-i >-ch 2 - 1 3 1 



P 



~ CH2 "h" c " w 



.CF, 



439 CmQk 



ch 2 - 1 3 1 



H 



-CH a -N-C-{ J 



H \=< 
F 



440 Ch-^~^-CH 2 - 1 3 1 



H 



pCF 3 
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Table 1.41 



ComocL r1>s 



No. R 



2/ i— 



n tn ii v^iiucuiLy 



R 5 



441 C(-4 >-CH 2 - 1 3 1 



442 Ch-4 >-CHjr 1 3 1 



443 O-i >-CH 2 - 1 3 1 



444 CH-Q-CHr 1 3 1 



445 O-i )-CH 2 - 1 3 1 



446 Ct-i >-CH 2 - 1 3 1 



447 CH-( )^CH 2 - 1 3 1 



448 Ch-4 )-CH 2 - 1 3 1 



449 Ch-i )-CH 2 - 1 3 1 



450 Ci 



>-<Q-CH 2 - 



1 3 1 



451 Cf-( )-CH 2 - 1 3 1 



H 



H 



H 



H 



H 



H 



H 



Br 



CI 



_ C H 2 -N-E-^ 
-CH 2 -M-C-^^-Br 
{? 



-CH 2 -M-C-^JH- F 




9 



.a 



-CHa-N-C-^J-CI 



-(CH a ) 2 -N-C-Q^ 



-(CH 2 ) 2 -N-C-(3 
-(C H 2)2-N"C-^^- CD 2 CH 3 




"(CH 2 ) 2 - 



"(CH 2 ) 2 - 



# • 

WO 01/10439 PCT/JPOO/05260 

6 1 



Table 1.42 


Compd. RV >-(CH 2 )r 
No. ' 


k 


m n chirality 


R 3 


~(CH 2 )J— (CH 2 k-G-R 6 
R 5 


452 ch-<Q-CHs- 


1 


3 1 


H 


-(CH 2 ) 2 -N-C-f 7 


453 ch-QhcHj,- 


1 


3 1 


H 


-(CH 2 ) 2 -M-C-f ) 


454 CI-( - Vch 2 - 


1 


3 1 


H. 


(OH 2 ) 2 ^ u \_/ 


455 Ci-T'VcHj- 

v i " 


1 


3 1 


H 


-(CH 2 ) 2 -j^O-{^)-Br 


/ice rt— £ ^ — PH«— 


1 

1 


3 1 


H 


-(CHjJj-N-C-^J-F 


457 Ci-Q-CH 2 - 


1 


3 1 


H 


-(CH 2 ) 2 -N-C-( VCI 




2 


2 1 


H 


— CHo- M- C— K% 
H \==/ 


459 CMf = VcH 2 - 

v — y 


2 


2 1 


H 


H \=/ 


460 ChH^^-CH 2 - 


2 


2 1 


H 


-CH 2 -t|C-^-CH3 


461 Ch-^^-CH 2 - 


2 


2 1 


H 


-CH 2 -N-C-Q 


462 Ci-£^-CH 2 - 


2 


2 1 


H ' 


H 3 C 
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Table 1.43 
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6 2 



Compd. 

R 



No. " 



wi »• i uiiijr 



i-v3 

n 



R 4 
R 5 



463 ChH(> 



CH 2 - 2 2 1 



464 ci-\ >-CH 2 - 2 2 1 



465 cKv >-CH 2 - 2 2 1 



466 a-i >~CH 2 - 2 2 1 



467 Ci-4 >~CH 2 - 2 2 1 



468 Cl-V^-CHo- 2 2 1 



469 Ch-<Qh-CH 2 - 2 2 1 



470 Ch-i Vch 2 - 2 2 1 



471 Ci 



2 2 1 



472 o-Q-ch 2 - 2 2 1 

473 cm£^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



O 
ii 

c 

CH 3 



OCH 3 



t ? - $V~U-\ 7— OCH 3 

H \=< 

OCH3 



-CH 2 -^ChQ 



N0 2 



~CH ; 



Br 



0 ^ 



0 , N < CH 3>2 



-CH^-NC-^^-CN 
- CH 2 ~ f| C-^^- C0 2 CH 3 



9 9 

-CH 2 -N-C-^J-C-CH 3 
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Table 1.4 5 



Compd. r.w.v— 
No. v "<" 



I . _ l_ : i • i 

iii ii ui in amy f\- 



485 Ci-^^-CH 2 - 2 2 1 



R 5 



0 F> 
-CH 2 -»ChQ 

CF 3 



486 



CH 2 - 2 2 1 



H 



9 r-f" 

-CH,-N-C-(f> 



H \=/ 



487 a-4 i~CH 2 - 2 2 1 



ci 



-CH 2 -N. C - w 



*>rS 



488 Ch-^>-CH 2 - 2 2 1 



489 a-\ }-CH 2 - 2 2 1 



H 



H 



-CH 2 -NhCHQ 

O , CF 3 
-CH 2 -j*C-Q 

F 3 C 



490 cmQ>-CH 2 - 2 2 1 



H 



-CH 2 -N-C-/~S 



,OCH 2 CH 3 



H \=/ 



491 Ch-< >-ch 2 - 2 2 1 



H 



Fs CF, 



-CH 2 -N-C-^~^ 



492 ct-^~~^-CH 2 - 2 2 1 



H 



9 ^-< 0CF3 

"CH 2 -»C-<0 



493 cK >-CH,- 2 2 1 



H 



Ct CF 3 



-CH 2 -N-C w 




494 cm(> 



CH 2 - 2 2 1 



H 



O _/ F 3 



-CH 2 -£CH0 



495 CI-( >-CH 2 - 2 2 1 



b , CF 3 
-CH 2 -»C^Q 

F 
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Table 1.46 



Compd. R S-(CH 2 ) r k m n chirality R 3 
No. 



"(CH 2 ) ? ?-(CH 2 ) sr G-R 6 
R 



496 ct-i >-ch 2 - 2 2 1 



H 



O , CF > 
-CH 2 -N-C-^-F 



497 cK >-ch 2 - 2 2 1 



498 Ct-<>-CH r 2 2 1 



H 



Q HO C H(CH 3 ) 2 
-CH 2 -N-CH0 

qNH 2 CF 3 
-CH 2 -N-C-^ 



499 Ch-Q-CH r 2 2 1 



H 



- CH 2 - N- C-^^- N(CH 3 ) 2 



500 cr-C >-ch 2 - 2 2 1 



H 



-CHj-jvJ-C-^^-OCHa 



501 Cl-< >-CH 2 - 2 2 1 



502 CI-{^}-CH 2 - 2 2 1 



-CH 2 



Br 



O , N °2 

-CH 2 ^C-Q-F 



503 c\-\ >-ch 2 - 2 2 1 



504 ChHQHCH 2 - 2 2 1 

505 Cr-^~^-CrV 2 2 1 



H 



H 



H 



9 _v NC 



N0 2 
CI 



OCH 3 



H \=< 

OCH 3 



-CH 2 -j^C-^J~Br 



506 C| -"0^ CH2 " 2 2 1 



-CH 2 -^C-<rX 

H 0 n q 2 
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Table 1.47 



rtnmnrl 



k m ii unramy i-r 



R 5 



507 CI-{~)kch 2 - 2 2 1 



H 



-CH 2 -N-C- 

H <r 



0 H 3 C 



508 Or\ )-CH 2 - 2 2 1 



509 Ch-4 >-CH 2 - 2 2 1 



ch 2 - 2 2 1 



510 Ch-Q- 



H 



-ch 2 -n-c-hT| 



8r 



-CH 2 -I^-C 

H S 



-CH 2 - 



to 

N-C-fT 



511 Cf-i >ch 2 - 2 2 1 



512 Ch-4>-CH 2 - 2 2 1 



513 ci-( >-CH 2 - 2 2 1 



514 CI-< )-CH 2 - 2 2 1 



H 



H 



H 



H 



0 C(CH 3 ) 3 



CN 



0 CHCH 3 



"CH 2 -N-C- w 



0 C-CH 3 



"CH 2 -N-C w 



CH 2 -N-C-^3" C(CH3 ' 3 



515 CH-Q^-CH 2 - 2 2 1 



H 



- CH 2 - N- ChQk- CH 2 OH 



516 H 2 N-( /VCH 2 - 2 2 1 



H 2 N 

517 >=\ ^ 2 2 1 



H 



-CHi-N-C-(_) 
- CHj -jj.C-{J 



WO 01/10439 PCT/JP00/05260 

6 7 



Table 1.48 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CH 2 JJ-(CH 2 )q-G-R 6 
No. R _________ R 5 

nh 2 p / CFa 

518 ^_ CHz _ 2 2 1 - H -CH_y-<3 

519 Q-S-j-Q-ch,- 2 2 1 - H -Ch 2 -n-c-hQ 

_ • p pF 3 

520 chhQkch,- 2 2 1 - -ch 3 -ch 2 -^C-hQ 

2)2CH-\ /> H W 



CH 2 - 2 2 1 



521 c H^jr CH 2" 



522 CK< Vc H 2 - 2 2 1 



-(CH 2 ) 2 C! 



CH 2 C 



523 CI -Och 2 - 2 2 1 - ^ "CH^tO 



524 C^>ch 2 - 2 2 1 - _JV_Q -O^lQ 



S-CH 3 

525 cK >CH_- 2 2 1 - H -ch 2 -n-^° 



526 Ch-Q-CH 2 - 2 2 1 H _ C h 2 -n-.-^ 0 

527 CHhQ-CH 2 - 2 2 1 - H _ CHr N-c-^_ 

528 ch-T>ch 2 - 2 2 1 h " CH2 "£T C yo 
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Table 1.49 



Compd. R ^ ( CH Q ) r 



k m n chiralitv Da 



r 



./<~i_i \ <^_n6 



v-" V/p I I"' '2/q 
FT 



529 Ct-<>-CH 2 - 2 2 1 



- cH ^rr c_ C5 



530 Ci-(v >-CH 2 - 2 2 1 



P 



-CH 2 -fsHC 
H 




531 CH4 >-CH 2 - 2 2 1 



H 



f? 



-CH 2 -fvhC-< J 
H V-S 



532 CmQ^ch 2 - 2 2 1 



533 a-l >-ch 2 - 2 2 1 



534 a-\ >-CH 2 - 2 2 1 



H 



H 



H 



9 y^CH 3 
H 3 C 
f? 



H 3 C 
H 3 C 



535 a-i >-ch 2 - 2 2 1 



536 chhQhch 2 - 2 2 1 



537 Ch-< )-CH 2 - 2 2 1 



538 ci-Q-ch 2 - 2 2 1 



539 CH-{ >-CH 2 - 2 2 1 



H 



H 



H 



-CHrj^C-^J 



H 3 C 



CH 3 



-CH 2 -JshC- 



H 3 C 



9 



H V° 




9 /=^ CH 3 

p 3 c • 
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Table 1.50 



Compd. R >(CH 2 )j- k m n chirality R 3 
No. FT 



•(chAch^g-r 

R 5 



-d6 



540 CI-hQ>-CH 2 - 2 2 1 



541 CK >CH 2 - 2 2 1 



H 



H 



i 

CH 3 



P 



-CH 2 -N-C- 

2 H W 




N0 3 



5 

H,N 



542 Ch-4_)-CH 2 - 2 2 1 



H 



PH2CH3 



543 Ct-^y~CH 2 - 2 2 1 



fP 



H -CH 2 -fvJ-C-^^-CH 2 CH 



544 Ci-{)-CH 2 - 2 2 1 



H 



-CH 2 -N-C-^ 



545 Cf-{^-CH 2 - 2 2 1 



H 



-CH 2 -N-C-f X ) 



546 Ch-Q-CH,- 2 2 1 



H 



cr • CI 



547 Ci-( )-CH 2 - 2 2 1 



H 



_ C h 2 _n_ c _Q_ ci 

CI 



548 Cf-Q~CH 2 - 2 2 1 

549 ct-^-CH 2 - 2 2 1 



550 o-^-CHs- 2 2.1 



H 



H 



H 



H \=< 



CI 

-CHj-N-C-^J 

o 2 n ; 

- C H 2 -^-Q 
0 2 N CI 
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Table 1.51 



No. R 



2/~V* n 2)r k m n chirality R 3 



R 4 

ICHs^CH^G-R 6 
R 



551 cK >-CH 2 - 2 2 1 



9 , CH 3 
-CH 2 -W-C-CH 2 -/~ 



552 CK hcH 7 - 2 2 1 



— CH 2 -N-OCH 2 
H 



<5 



553 Ch\ >-CH 2 - 2 2 1 



554 Ci-i >-CH 2 - 2 2 1 



H 



-CH 2 -N-C-CH 2 -^ 



.CF-, 



CF 3 



555 ci-i >-CH 2 - 2 2 1 



H 



CI 



556 Ch-(}-CH 2 - 2 2 1 



557 cm( )-CH 2 - 2 2 1 



H 

O 



-(CH 2 ) 2 -N-C-hQ 



558 cK )-ch 2 - 2 2 1 



9 H3 9 /—v 



559 a-i />-ch 2 - 2 2 1 



560 ci-h^-ch 2 - 2 2 1 



561 O-i )-CH 2 - 2 2 1 



H 



O ,P F 3 



■CH-N-C- 
CH 3 CF 3 
CN 



| H W 
CH 3 



-c-fS 



CH 3 
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Table 1.52 



Compd. R o >-(CH 2 ) r 
No. FT ' 



k m n chirality ft 3 



"(CH 2 )p?-( 
R 5 



. "(CH^G-R 6 
R 5 

o Cl 



562 Cf-(}- 



CH 2 - 2 2 1 



563 ci-4>-ch 2 - 2 2 1 



564 0-<>-CH 2 - 2 2 1 



565 Ci-Q-CH 2 - 2 2 1 



566 Cl-\>-CH 2 - 2 2 1 



H 



O , CI 

-CH-N-C-f> 
| H \=/ 
CH 3 

9 ^T 3 

-CH-N-C-f> 
I H W 
CH 3 F 3 C 

O OCrfjCH, 

-CH-N-C-f) 

CH 3 



| H \=/ 



CH 3 



O _^ 
-CH-N-C-f? 

CH 3 



OCF 3 



567 ce-4^-CH 2 - 2 2 1 



568 a-\)-CH z - 2 2 1 



569 CH4>-CH 2 - 2 2 1 



570 ci-hQ-ch 2 - 2 2 1 

571 CI-^-CHj- 2 2 1 



572 ci-Q-ch 2 - 2 2 1 



H 



H 



H 



-CH-NC-(^ 

CF 3 



I H 

CH 3 



-CH-N-C- 
I H 
CH 3 



0 , CF 3 

I H W 

CH 3 F 

o F> 

-CH-N-C-/>-F 
CH 3 

p HQ, CH«* 3 ) 2 

| H >=/ 
CH 3 



-CH-N- 
I H 
CH 3 



Fir, 

r-o 



WO 01/10439 



7 2 



PCT/JPOO/05260 



Table 1.5 3 



k m n chirality -p? 



573 ci-\ Vch 2 - 2 2 1 



574 ci-< v }-CH r 2 2 1 



575 CH, >-CH r 2 2. 1 



576 o-O 



CH 2 - 2 2 1 



577 Ci-( )-CH 2 - 2 2 1 



578 CH-Q-ch 2 - 2 2 1 

579 , ch-^-ch 2 - 2 2 1 

580 o-^~^ch 2 - 2 2 1 

581 chhQkch 2 - 2 2 1 

582 ch-^-ch 2 - 2 2 1 

583 Ch-TVcH,- 2 2 1 



H 



H 



H 



H 



H 



H 



-(^^(CH^G-Re 
Ft 



-ChfM-C- , 
CH 3 



Br 



I 

CH 3 



°'^SCH 3 



I H s A 
CH 3 

O 

o 

I H o A 
HjC 

CH 3 

CH 3 H 



CH 3 



I H S J 
CH 3 

CH 3 



CH 3 CH 2 
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Table 1.5 5 



Compd. R V/ru.u 
No. 



k in ii Cuifcuity 



? 4 

R 5 



595 O-lJ-CHj- 2 2 1 



596 O-i >-CH 2 - 2 2 1 



■ CH- N- C-^- CO0CH3 



u u 

-CH-^C-^^C-CH 3 



CH 3 



597 Ch-t>CHa- 2 2 1 



H 



CH3 



598 CH<>-CH 2 - 2 2 1 



H 



-CH-N-C-^ 8 
I H Q J 
CH 3 



599 CK\ />-CH 2 - 2 2 1 



CH 3 CH 3 



600 Ch-< >-CH 2 - 2 2 1 



601 >-CH 2 - 2 2 1 



602 CK >-CH 2 - 2 2 1 



603 ChQ-ch 2 - 2 2 1 



604 CK )-CH 2 - 2 2 1 



H 



H 



H 



H 



| H O-^b, 
CH 3 



-CH-N-cnf^ 

I H W 



OCH 3 



N(CH 3 ) 2 



I 

CH 3 



i H 
CH 3 

-CH-N-C-// 
| H . \=/ 

CH 3 



5? 



CH 3 H 



605 Ch -^^- CH 2- 2 2 1 



H 



9-; 

CH 3 
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Table 1.56 



Compd. R V (C H 2 )- k m n chira | i(y 
No. Br 



~(CH 2 )J-( 



-□6 



1CH 2 )p-H(CH 2 )5-G-R 
R 



606 Ci-(\ >-CH 2 - 2 2 



607 Cl-4>-CH 2 - 2 2 



608 CKj^CHs- 2 2 



609 CmQ- 

610 CMQ- 



CH,- 2 2 



CH,- 2 2 



611 Ci-\>-CH 2 - 2 2 



612 Ci 



mQ-ch 2 - 



2 2 



613 Ci-4 >-CH 2 - 2 2 



614 CK >-CH 2 - 2 2 



615 Ch-^}-CH 2 - 2 2 

616 Ci-^^-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 



9 



€H 3 



Th 0 ^ 

CH 3 
CH 3 H 3 C 
CH 3 H 3 C 

9 

9 ~CPH 3 ) 3 
CH 3 H 3 C 




CH 3 F 3 C 



9 /=v CH 3 



CH 3 F 3 C 



CH 3 



| H 

CH 3 





CH, 
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Table 1.57 



C °N m o Pd ' R> (CH2) r k m n chira, »y R 3 



-(CH 2 )X(CH 2 )^G-R 6 



617 Ct-i >-ch 2 - 2 2 1 



618 cK\ />-CH 2 - 2 2 1 



619 >-CH 2 - 2 2 1 



620 cK >-CH 2 - 2 2 1 



621 ci-\ >-CH 2 - 2 2 1 



622 ci-\ >-CH 2 - 2 2 1 



623 Ch\ >"CH 2 - 2 2 1 



624 CK >-CH 2 - 2 2 1 



625 cK J-ch 2 ~ 2 2 1 



626 CK >-ch 2 - 2 2 1 



627 cK >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



CH 3 



.CF 3 



-CH- 
I 

CH(CH 3 ) 2 



CH 3 ) 2 



-CH- 
I 

CH(CH 3 ) 2 



I H W 
CH(CH 3 ) 2 



CI 



I H 
CH(CH 3 ) 2 



O , N ( CH 3>2 

I H 
CH(CH 3 ) 2 



CH(CH 3 ) 2 

CH(CH 3 ) 2 

O / 
-CH-^C-^> 



OCH 3 



N0 2 



NH 2 



I 

CH(CH 3 ) 2 



FbC 



-CH-N-C- 
I H 
CH(CH 3 )2 CF 3 



O / 

-CH-N-C-f? 



OCH 2 CH 3 



I 

CH(CH 3 ) 2 
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Table 1.58 



Cornpd. R V(CH 2 ) r k m n chirality R 3 ~(CH 2 )p?-(CH 2 )q-G-R 6 
No. Br R 5 



628 Cl-\J>-CHj- 2 2 1 H 

629 Ch-Q" CH 2" 2 2 1 - H 



633 Ct-i >-CH 2 - 2 2 1 H 



•CH-N-C-f 
| H \=/ 

CH(CH 3 ) 2 . 



C0 2 CH 3 



CH(CH 3 ) 2 



I H \=/ 



630 C-Qhch 2 - 2 2 1- H • -CH-^C-/ 

CH(CH 3 ) 2 



OCF 3 




631 Ct-\J-CH 2 - 2 2 1 H -^ff c -<4 

CH(CH 3 ) 2 CF 3 

632 ci-0" CHi " 221 " - H "f^-^ 



CH(CH 3 ) 2 CF 3 

9 r-i' 3 

I H W 
CH(CH 3 ) 2 F 

O , CF ' 

634 CI-^}" CH2 " 2 2 1 H -CH-N-C-Q^F 
V - ; CH(CH 3 ) 2 

. H? CH(CH 3 ) 2 

635 -CI-^~}-CH 2 - 2 2 1.- H -^ft^I) 

CH{CHi) 2 ■ 

636 chhQ-ch 2 - 2 2 1 - H -CH-j^C^Q 



CH(CH 3 ) 



2 



CF, 



637 ct-\_/-CH 2 - 2 2 1 H 

CH(CH 3 ) 2 



638 CkQ-ch 2 - 2 2 1 - H -ch-^c-^ VCN 

CH(CH 3 ) 2 
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Table 1.59 



ComDd. " ^-mu \_ 



R 5 



639 Ch-Q-CH 2 - 2 2 1 

640 CmQkch 2 - 2 2 1 



H 



H 



T^"0" N(CH3h 

CH(CH 3 ) 2 

-CH-N-C~^^-OCH 3 
CH(CH 3 ) 2 



641 CK >-CH 2 - 2 2 1 



642 CK<\ />-CH 2 - 2 2 1 



H 



—CH-N- ChQk C0 2 CH 3 
CH(CH 3 ) 2 

O O _ 

-fH-N-C-O-C-Q 
CH(CH 3 ) 2 



643 CK >~CH 2 - 2 2 1 



H 



-CH- 

I 

CH(CH 3 ) 2 



^hQ-cf 3 



644 cmQ- 



CH 2 - 2 2 1 



H 



-CH-^-C-Q^C(eH 3 ) 3 
CH(CH 3 ) 2 



645 CK /Vch 2 - 2 2 1 



H 



CH(CH 3 ) 2 



646 a-\ ycH 2 - 2 2 1 



647 ch( >-ch 2 - 2 2 1 



H 



H 



-CH-N- C-£^- CH 2 OH 
CH(CH 3 ) 2 

9 ? 

-CH-N"C-H^JHC-CH 3 

CH(CH 3 ) 2 



648 CI-^~^-CH 2 - 2 2 1 



H 



-CH-N- C-^- CH(CH 3 ) 2 
CH(CH 3 ) 2 



649 Ch\ >-CH 2 - 2 2 1 



H 



- (j; H- N- c-^^" 0C H(C Ha)2 
CH(CH 3 ) 2 
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Table 1.60 



7 9 



Compd. R S-(CH 2 )f 
No. R 2/ 1 



~ k m n chirality R 3 



"(CH^XtCH^G-R 
R 5 



-d6 



650 Cf-H^~^-CH 2 - 2 2 



651 CK >-CH 2 - 2 2 



652 ci-Qhch 2 - 2 2 

653 ci-Q>-ch 2 - 2 2 



654 Ch\>-CH 2 - 2 2 



655 CK >-CH,- 2 2 



656 CK >-CH 2 - 2 2 



657 Ct-\ >-CH 2 - 2 2 



CH 2 - 2 2 



658 ct_ ^]}~ 



659 CK >-CH 2 - 2 2 



660 Ct-^^-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



CH(CH 3 h 



9 

CH(CH 3 ) 2 



fN 

CHCHj 



CH(CH 3 ) 2 

9 



-(j:H-N-C-^^-0(CH 2 ) 4 CH 3 



OH(CH3) 2 



CH(CH 3 fc 



1 



CH(CH3)2 



CH(CH 3 ) 2 
CH(CH 3 ) 2 




CH(CH,) 2 



9 



CH(CH 3 ) 2 



-CW-N-0 
I H 
CH(CH 3 ) 2 
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Table 1.61 



Compd. R V/ru \_ 
No. 



in ii unu 



amy H" 



? 4 . , 

Fr 



661 C 



662 c 



663 c 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



664 Ci--^~)~ch 2 - 2 2 1 



665 ci 



666 ci 



667 ci 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



9 



CH(CH 3 ) 2 OCH 3 



CH(CH 3 ) 2 



CH(CH 3 ) 2 



9 . 
CH(CH 3 ) 2 



Ho 




9 



-CH-N-G 
T H 
CH(CH 3 ) 2 



T H 
CH(CH3) 2 

-CH-N- 

I H 
CH (CH 3 ) 2 




CH 3 




668 CI 



CH 2 - 2 2 1 



669 Ct-^jHCH 2 - 2 2 



670 a 



CH 2 - 2 2 1 



H 



H 



H 




9 

-CH-N-C 

| H ^ ^CH 
CH(CH 3 ) 2 3 

CH(CH 3 ) 2 ch 3 
CH(CH 3 ) 5 



671 a 



CH,- 2 2 1 



H 



-CH-N-C 



CH(CH 3 ) 2 



N0 2 
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Table 1.62 



Compd. R ^( CH2)j _ 

k m n chirality 



-(CHa^fCHa^G-R 6 
R 5 



672 CK >CH 2 - 2 2 1 



673 oh(~> 



CH 2 - 2 2 1 



674 a-i >-CH 2 - 2 2 1 



H 



H 



CH(CH 3 ) 2 H 
C(CH 3 ) 2 



— CH-N-C- 
T H 

CH(CH 3 ) 2 



675 CK >-CH 2 - 2 2 1 



C(CH 3 ) 2 



CH 3 



676 cmQ- 



ch,- 2 2 1 



677 ci-( )-CH 2 - 2 2 1 



678 CK >-CH 2 - 2 2 1 



679 Ct-i >-CH 2 - 2 2 1 



H 



H 



H 



CH(CH 3 ) 2 H 
CH(CH 3 ) 2 ch 3 

CH(CH 3 ) 2 
CH(CH 3 ) 2 



680 Ci-< )-CH 2 - 2 2 1 



H 



f? 

-CH-N- 
I H 
CH(CH 3 ) 2 



-QH-tvhC-O 



681 Ch-Q-CH 2 - 2 2 1 



682 CK )-CH 2 - 2 2 1 



H 



H 



-rtr-C*,*, 

CH(CH 3 ) 2 

-CH-I^C-hQI 

I H °"^C(CH 3 ) 3 
CH(CH 3 ) 2 



WO 01/10439 



PCT/JPOO/05260 



8 2 



Table 1.63 



CnmnH R \ . v 



k m n chirality R 3 



R 4 

f 



IC^^ch^g-r 6 

R 5 



683 cM^-ch 2 - 2 2 



684 c*-4 />CH 2 - 2 2 1 



685 Ch-< >-CH 2 - 2 2 1 



H 



H 



SCH 3 



CH(CH 3 ) 2 
CH(CH 3 ) 2 f CH » 



686 ci-( >-CH 2 - 2 2 1 



687 CH-4 >-ch 2 - 2 2 1 



CH 2 CH(CH 3 ) 2 
O 



H 



688 Ch-4 >-CH 2 - 2 2 1 



H 



0= 3 



689 CK. >-CH 2 - 2 2 1 



690 C(-^^-CH 2 - 2 2 1 

691 chh^-ch 2 - 2 2 1 



692 CJ -^j^CH r 2 2 1 



693 Ci-( >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH-N-C 



I 



Br 



0 ,KCH 3 ) 2 



OCH-, 



-Cr+N-C 



0 



WO 01/10439 



Table 1.65 
Compd. R > (C H,) f 



84 



If" lr 



— u: •:. 

iii amy 



705 CH^ Vch 2 - 2 2 



706 C(-< )~ch 2 - 2 2 



707 cmQ-ch 2 - 2 2 



708 ch-( >CH 2 - 2 2 1 



709 



Ch-& >-ch 2 - 2 2 1 



710 ct-CYcHi- 2 2 1 



711 a-\\-cH r 2 2 1 



712 0-{~)-ch 2 - 2 2 1 



713 ch-Q-CH 2 - 2 2 



714 CI-{)-ch 2 - 2 2 



715 



Ci-\ ^-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



PCT/JP00/05260 



R 4 

-( C H 2 )rh-(CH 2 )q-G-R6 
R 5 . 



0 



"D 



r 



CH-N-O 



Br 



-CK-N-C-<J. 

CH 3 

f? 

-CH-N-O 




P 



-CH-W-C 




-co 



CH, 
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Table 1.66 

C °No d ' p^ > " (CHa, r k m n chirali, V R 3 -(CHa^fCH^G-R 6 

' R 5 

— i? 

716 ci-<(^-ch 2 - 2 2 1 h -CH-^C-^ 




717 Ch-C /)-CH 2 - 2 2 1 - H -CH-M-O 



o 

— 9 

718 ci-hQ^ch 2 - 2 2 1 - H "F^TM? 

V H 

719 ci-Q-CH 2 - 2 2 1 H -CI+JC-^]] 

720 Ct-CVcH 2 - 2 2 1 H -CH-N-C- P ^ 



721 C h-£)-CH 2 - 2 2 1 H ~/ C ^T C ~0 

CH 3 •' 

722 Ch-0-CH 2 - 2 2 1 - H -Cri-W-C-^-pH 2 OH 



723 Ch-Q-CH 2 - 2 2 1 - H -^HJC-^-NH 2 

<j) 

724 o-^-CH 2 - 2 2 1 - H -^H-JC-^-C(CH 3 ) 3 

725 o-Q-CH 2 - 2 2 1 H "^J 

726 Ch-^~)-CH 2 - 2 2 1 - H -^JC-Q-N-C-CH, 



i-T\ ? 
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Table 1.6 7 



No"" pzS~ K ^ 2)r k m n chirality R 3 



R 4 

-( c H 2 feHj(CH 2 )q-G-R 6 



R 5 



727 c-O 



CHj- 2 2 1 



728 ci-4 j>-CH 2 - 2 2 1 



729 ct-4>-CH 2 - 2 2.. . 1 



730 c\-i )-ch,- 2 2 1 



731 Ct-i >-CH,- 2 2 1 



732 ct-( >-CH 2 - 2 2 1 



733 ci-\ >-CH 2 - 2 2 1 



734 Ch{ >-CH 2 - 2 2 1 



CH 2 - 2 2 1 



735 ch-O 

736 cmQ- 



CH 2 - 2 2 1 



737 ci-^^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH-w-c-f j-a 




O / NH 2 



o , N °2 




9 : 



"a 



,CF 3 



-CH-N-C-f V-F 

p // % 

HO CH(CH 3 ) 2 



«5 -CF-. 




H 2 N CF a 
,CF, 



-^1-0 



• 








• 


WO 01/10439 
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Table 1.6 8 










pi 

No R^ (CH2)| 


K 


m n rhir^litv/ 
III II vi hi aiuy 




—(CHr.Y- 1— fCHoV- G"R 6 
R 5 


738 c»-(3-ch 2 - 


2 


2 1 


H 


\/ H 3 C 


739 C*~\_f CH 2 


o 


^ i 


H 


-CH-N-C-£ 


/4U CI \ //^ n Z 


2 


2 1 


H 


-p^ c ~yo 

\y h 3 c 


741 c^h(^)-ch 2 - 

x — y 


2 


2 1 


H 


9 /^ NO * 

-p^-Cs 




2 


2 1 


H 


-CH-N-Lq 

u • 


743 C*-\_/-CH 2 - 


2 


2 1 


H 


u 


744 Ci— \ /-CH 2 - 


o 


P 1 


H 


o ^ CH3 


/ *fO ^r^\ wn 2 


2 


2 1 


H 




74fi ri — u V- CHv 


2 


2 1 


H 


P /y CH3 


747 Ch-^^-CH 2 - 


2 


2 1 


H 


P y^CH, 


748 cm^_^-ch 2 - 


o 

2 




u 
n 
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Table 1.69 



"no"" R2^" 1UM2Jr k m n chiralit y r 3 



749 Ci-\>-CH 2 - 2 2 1 



750 cKv }-0H 2 ~ 2 2 1 



751 Ch-( >-CH 2 - 2 2 1 



752 ci-4 yCH 2 - 2 2 1 



753 C!-h^-ch 2 - ' 2 2 



754 >-ch 2 - 2 2 1 



755 >CH 2 - 2 2 1 



756 Ch-^jHCH 2 - 2 2 1 



757 cK >-CH 2 - 2 2 1 



758 cK >-CH 2 - 2 2 1 



759 cMk >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



R 4 

(C^^CH^G-R 6 
R 




-CH-N-O 

\y h 3 c 

CH 2 0H 

CH 2 OH CF 3 

-fH-Jj-C-Q, 
CH 2 OH 



CH 2 0H 



CH 2 OH 



-^M-jfO-Q 



CH 2 OH 



0 OCHjCHa 



-<fH-N-C-Q 
CH 2 OH 



CH 2 OH 
CH 2 OH 
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Table 1.70 



C N0 Pd R2^" (CH2)r k m 0 Ch ' rality R3 ~ (CH 2)pt l 



-Q6 



(CHaJp-h-tCH^G-R 1 
R 5 



760 CmQ" 



CH,- 2 2 



761 Ci-Q-CHj- 2 2 



762 (*-q- 



ch,- 2 2 



763 Ct-{^}-CH 2 - 2 2 



764 o-C >-ch 2 - 2 2 



765 Ch-4 >CH 2 - 2 2 



766 CI-h^-CH 2 - 2 2 



767 C 



CH 2 - 2 2 



768 Ct-4 >-CH 2 - 2 2 



769 CH-(^-CH 2 - 2 2 

770 Ci-^}-CH 2 - 2 2 



H 



H 



H 



H 



CH 2 OH F 



CF, 



P F 3 



.(jH-N-C-^- 
CH 2 OH 



P F 3 



CH 2 OH 

-^rr cH 0 

CH 2 OH 

? H3 

CH 3 



CH 3 



CH 3 



,CF 3 



¥"» ? 

-C-N-C- 
l H W 
CH 3 



CH, 



CH 3 
CH 3 



P F 3 



-rir cH Q 

CH 3 V 
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Table 1.72 



R 1 

Compd. VfCH^ k m n chirality R 3 
No. Pr 



~(CH 2 )pf-(CH 2 )5-G-R 6 
R 5 



782 ci-\>-CH 2 - 2 2 1 



783 cr-Q-CHj- 2 2 1 



784 c\~i >-ch 2 - 2 2 1- 



785 ci-hQ^ch 2 - 2 2 1 



H 



CH; 



PCH, 



^OCH 2 C H3 



Ttr cH C=> 

CH 3 

-^-N-C-CH 2 -^J 
CH 3 



~ ? -N-C-Q 



PCH, 



CH 3 OCH3 



786 Ct-< >-CH 2 - 2 2 1 



787 CH\ >CH 2 - 2 2 1 



788 CY-i /-CH;,- 2 2 1 



789 CK >-CH 2 - 2 2 1 



790 C\-i >-CH 2 - 2 2 1 



791 CK >-CH 2 - 2 2 1 



792 a-< )-CH 2 - 2 2 1 



H 



H 2 C— CH 2 



-A 

H 2 C— CH 2 



? < cm - 



H 2 C— CH 2 



q -CH 3 



H 2 C^~ *CH 2 



CI 



-,<ck- c -\J 



"A" 

H 2 C CH 2 



"A 

H 2 C— CH 2 



PCF 3 
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Table 1.7 3 



C ° N m o Pd - R^ (CH2) r k 



m n chirality R 3 



-(CH 2 )i(CH 2 )^G~R 6 
R 5 



793 CJ-4 >-CH 2 - 2 2 1 



794 Ch-4 >-ch 2 - 2 2 1 



795 Ch-\ >-ch 2 - 2 2 1 



796 Ci-<v >-ch 2 - 2 2 1 



797 CK >CH 2 - 2 2 1 



798 cv-\ >-ch 2 - 2 2 1 



799 cm£>~ch 2 - 2 2 1 



800 ChHL >-CH 2 - 2 2 1 



801 o-< >-CH 2 - 2 2 1 



802 Ct--(~)-CH 2 - 2 2 1 



803 a-\ jhCH 2 - 2 2 1 



H 



H 



H 



H 



H 2 C CH 2 

°-Q 

H 2 C— CH 2 F 



— C — N- 
A H 
H 2 C— CH 2 




CF 3 



H 2 C CH 2 



SCH 3 



— C — I 

A 1 

H 2 C CH; 




H2C — CH2 



V C(CH 3 ) 3 



— Q— f 

A *■ 

H 2 C— CH; 




^CH 3 
N0 2 . 



H 




H 2 C— CH 2 

-A---CO 

H 2 C— CH 2 - H 
H 2 C CH 2 
H 2 C"""*CH 2 
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Table 1.7 4 



C °N m o Pd - R> {CH2) r k 



m n chirality R 3 



R 5 



804 ci-\ >-CH 2 - 2 2 1 



805 cm(~)-ch 2 -. 2 2 1 



806 ci-C >-CH 2 - 2 2 1 



807 Ci-4>-CH 2 - 2 2 1 



H 



H 



H 



H 



H 2 C" , ~"CH 2 

H 2 C— CH 2 OCH 3 

H 2 C CH 2 

P h 



808 CK >ch 2 - 2 2 1 



H 



o 



PH3 



809 Ch-\ >-CH 2 - 2 2 1 



810 CK >-CH 2 - 2 2-1 



H 



H 



-CH-N- 
I H 
(CH 2 ) r C-NH 2 
O 

o CHa 



811 Ch-4 >-CH 2 - 2 2 1 



H 



(CH 2 ) r C-NH 2 
O 



812 CK >-CH 2 - 2 2 1 



H 



-r^ SC H 

(CH 2 ) 2 -9-NH a 3 
O 



813 CH-^-CH 2 - 2 2 1 



814 CK >-ch 2 - 2 2 1 



H 



H 



(CH 2 ) 2 -ft-NH 2 
O 

(CH,) r (f-NH, 
O 



WO 01/10439 
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9 4 



Table 1.75 



m n chirality R=> - (CH2 )_|_( CH2) _ G - R 

R 5 



-D6 



815 cK >CH 2 - 2 2 1 



>o 



816 CK >-CH r 2 2 1 



817 CK >~CH 2 - 2 2 1 



818 CK>-CH 2 - 2 2 1 



819 CK ^-CH 2 - 2 2 1 



820 ChK >-ch 2 - 2 2 1 



821 ci-\ >"CH 2 - 2 2 1 



822 Chi >-CH 2 - 2 2 1 



823 ChnQhCH 2 - 2 2 1 



824 cm( >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-CH-N-C-( ) 
I H M 
(CH 2 ) r C-NH2 F 
O 



CF 3 



9 

-CH-N-C- 
O 



| H V/ 
(CH^C-NH, 
O 

9 

-CH-N-C- 
I H 
<CH 2 ) r C-NH> 
0 

(CHjJj-C-NHj CF 3 
O 

(CHjJj-f-NHj 
CH 2 OCH 3 



I? S^SCH 3 
CH 2 OCH 3 



CHjOCHj 



825 ci-( >-ch 2 - 2 2 1 



H 



I? 

-C|;h-n-o 

CH 2 OCH3 



WO 01/10439 
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9 5 



Table 1.7 6 



Compd. R S_ (C H 2 ) r k m n chiralily R 3 -(CH 2 Jf- 
No. Fr ~ s 



-d6 



(CH 2 )pT-(CH 2 )5-G-R 
R 5 



826 C 



ch 2 - 2 2 



827 Ci 



t-<Q>-CH 2 - 2 2 



828 ci-\>-CH 2 - 2 2 



829 Ci— ^ >-CH 2 - 2 2 



830 ci 



831 ci 



832 . Ci 



ch 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



833 c^(~)-CH 2 - 2 2 

834 Ch-^~)-CH 2 - 2 2 



835 Ch-QHCH 2 - 2 2 



836 O 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 2 OCH 3 

T h y\ 

CH 2 OCH 3 I^Jf 
H-N-O 



CH 2 OCH 3 
CH 2 OCH 3 : F 



,CF 3 



-(jJH-N-C-^J-F 
CH 2 OCH3 



CH 2 OCH 3 



CH2OCH3 
CH 2 OCH 3 
CH 2 OCH 3 

CH 2 OCH 3 



CH 2 OCH 3 



WO 01/1043!) 



PCT/JP00/O5260 



9 6 



Table 1.7 7 



Compd. R S-fCH,V- 

No. ' 



\r m 



j 



D3 



T 

-it-u \ — I — /nu \—n—oS 
R 5 



837 C 



i~0~ CH2 " 2 2 1 



838 Ct-i >-CH 2 - 2 2 1 



839 Ci-Q~ CH *~ 2 2 1 



CH 2 OCH 3 



.Cf 3 



CH0OCH3 



,OCH2C H^j 



PCH 3 



-(j; h-nhc-^Voc H 3 

CH 2 OCH 3 OCH 3 



840 C 



CH 2 - 2 2 1 



o 

-(CH 2 ) 3 -ChQ> 



841 CI-<>-ch 2 - 2 2 1 



H -<ch 2)2 -chQ 



842 Ci 



CH 2 - 2 2 1 



H 



-(CH 2 ) 2 - 



843 Ct-( )-ch 2 - '221 



-(CH 2 ) 2 - 



o-0 

H 3 C 



CH, 



844 c 



CH 2 - 2 2 1 



u 

-(CH 2 ) 2 -C-Q-CH 3 



845. C 



CH 2 - 2 2 1 



o o 

H -(CH 2 ) 2 -C-Q)-S-CH : 



846 cm(> 



CH 2 - 2 2 1 



H "(CH 2 ) 2 -C-Q-0-<^ 



847 Cl-O- CH 2 - 2 2 1 



H 



O / 



-(CH 2 ) 2 -CH^jKOCH 3 



WO 01/10439 
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9 7 



Table 1.7 8 



Compd. R V( C H 2 ) r k m n chirality R 3 
No. FT 



(CH 2 )p|-(CH 2 )q-G-R 6 



848 Ct-i >-CH 2 - 2 2 1 



849 Cf-Q -0 " 2 " 2 2 1 



850 Ct-i /-CH 2 - 2 2 1 



851 Ct-i >-CH 2 - 2 2 1 



H 



H 



H 



H 



(CH 2 ) 2 - C-^J-CHa 
H 3 C 

? r-( 0CH3 
(CH 2 ) 2 -C-Q> 

H 3 CO 



-CH 2 -S^_^CH 3 
O 



-CH 2 - 



O , CF 3 
H H \=/ 



852 Cl-O-CHa- 2 2 1 



H 



- CH 2 - N-C- NHfV CF 3 
H H \=/ 



853 Ct-( >-CH 2 - 2 2 1 



H 



-ch 2 -n-c-^hQ 



854 cK >"CH 2 - 2 2 1 



H 



855 Ct-< )-CH 2 - 2 2 1 



H 



- CH *-£ c -£TvJ" CH3 



856 Cl-Q-CH 2 - 2 2 1 

857 Ct-^-CH 2 - 2 2 1 



H 



H 



II / == \ 



-CH 2 -N-C-N^J 

0 , 0CH > 



858 ct-Q-CH 2 - 2 2 1 



H 



-CH 2 -^C-f+-Q-OCH 3 
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9 8 



Table 1.79 



No. R 



2/ v or, 2Jj k m n cniraiuy K" 



r 



R 5 



859 CK />-ch 2 - 2 2 1 



860 Ci-\ >-CH 2 - 2 2 1 



0 ^ Cl 



-CH 2 -N-C-^J 



-CH 



861 ci-ijHCH 2 - 2 2 1 



H 



-chtn-c-n-O 



862 CK >-ch 2 - 2 2 1 



863 Ci 



»~0-CH 2 - 2 2 1 



H 



_ C H 2 -^-N-Q-CH3 



-CH 



■ H H W 



PCH 3 



864 CK >-CH 2 - 2 2 1 



865 a-i }-ch 2 - 2 2 1 



866 CK JhCH,- 2 2 1 



867 ci 



mQ^-CH 2 - 2 2 1 



H 



H 



H 



H 



- CH 2 - NJ-C- ° CH;> 



O / 

o f 



868 CM (~^- 



CH 2 - 2 2 1 



869 Ch-^-CH 2 - 2 2 1 



H -CH 2 -j|S-'^^-CH2CH3 



H 



-CH 2 -N-SH^-CH(CH 3 ) 2 



WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 



PCT/JP00/O5260 



1 0 0 



Table 1.81 



Comnd. ^^/ou \_ 

no. R ^ K r 



k m n cniraiuy H" 



f? 4 

"(CH 2 )p-t— (CH 2 )q-u-M s 
R 5 



881 



882 



883 



884 



CH 2 - 



CH 2 - 



Cl 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



885 h 3 c-s 
6 



ch 2 - 2 2 1 



H 



H 



H 



H 



O , CF 3 



-CH 2 



-CH 2 " 



° ,-< c 



O / CF 3 



-CH 2 -N-6-^ 



886 f-C >-CH 2 - 2 2 1 



887 FsC-^jHCHi- 2 2 



888 HO-4 >-CH 2 - 2 2 1 



889 OhQ-ch 2 - 2 2 1 



890 




2 2 1 



CH 2 - 



891 ch^W 2 2 1 



H 



H 



H 



H 



H 



H 



-CH 2 -M-C 



o , c 

-CH 2 -£<bnQ 



-CH 2 -N-C 



-CH 2 -N-C 
H 



CF, 



CF 3 



CF, 



WO 01/10439 



1 0 1 



PCT/J POO/05260 




WO 01/10439 



PCT/JP00/O5260 



1 0 2 



Table 1.8 3 



-Ho." R^ ^" 2 * 



k m n cniraniy hr 



Fjr 

"(CH 2 )5-T7(oH 2 )q-G-R 5 
R 



903 



904 



H 3 CO 



CH 2 - 
OCH 3 



(_>"CH 2 - 



2 2 1 



2 2 1 



O / or3 



905 



o 2 



*J>CH 2 - 2 2 1 



H 



0 _/ 



,CF 3 



-CH 2 -^C- w 



906 {y~ 



907 



908 



(CH 2 ) 3 - 2 2 1 



<^-CH(CH 2 ) 2 - 



N-C 
H 



CH, 



2 2 1 



2 2 1 



H 



H 



H 



3 



O , CF 3 



-CH 2 -N-C 



909 O-.c-O-cH,- 



2 2 1 



910 CH rv C H 2 - 2 2 1 



H 



H 



o F 

-CH,-N-C-f\ 



CF 3 
H W 

CF 3 



_CH 2 -m- C - w 



911 



ci. 



/-CH 2 - 



2 2 1 



H 



O , CF 3 

c-fl 



-CH 2 -N-C- W 



912 



913 



Br, 



Br 



h 3 cohQ- 



CH 2 - 2 2 1 



H 



O , CF 3 



-CHrM-C w 



o /- 

-CH 2 -N-C-f\ 



,CF 3 



H W 



WO 01/10439 
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Table 1.84 



Cornpd. R S_(CH 2 ) r k m n chirality r' -(CH 2 fcf- 
No. R — ^ 



-d6 



(CH 2 )pf-(CH 2 )q-G-R 
R 



914 (^-CHtO-^y-CHr 2 2 1 



917 



— ? H 

-CHCH 2 - 2 2 1 



915 



916 N >-CH 2 - 2 2 1 



ch 2 - 2 2 1 



918 HjCOjC-CHj-^-CH,- 2 2 1 



H 



H 



H 



H 



-CHrM-C-Q 

o f F > 
_ch 2 -n-chQ 

"CH 2 -N-C-^ 

O , CF 3 

-ch 2 -^chQ 

o , CF ' 
-CH 2 -£CH0 



919 



920 



921 



923 



924 



h » ch O" 



ch,- 2 .2 1 



C^-CH 2 - 



2 2 1 



2 2 1 



922 >-CH 2 - 2 2 1 



c, -\_/-CH- 

P ■ 
H 2 N-(f 

Q-CH S - 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



O > 
O / 



-CH 2 - 



-CH 2 - 



O , CF ' 



O / CF 3 

-CH 2 -N-£hQ 

O , CF 3 

-chtm-c-Q 



-CHj-j^-C 



.CF, 



WO 01/10439 
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1 0 4 



Table 1.85 



~~No~' R 2^" luri2j r k m n chirality R J 



F? 4 

"(CH 2 )p-j-(CH 2 ^G-R 0 
R 5 



930 



933 



935 



925 h 2N -?-/~\-ch 2 - 2 2 



926 O -0 ^^ -0 ' 5 " 2 2 



F3CQ 

927 O-CH. * ^ 



928 f 3 COhQhch 2 - 2 2 



929 h 3 CS-\>-CH 2 - 2 2 



,CH 3 



CH 2 - 



<pH 3 
CH- 




2 2 



931 "l>H 2 - 2 2 



N0 2 

932 ckO-ch 2 - 2 2 



2 2 



934 (3-CH 2 - 2 2 



CH 2 



2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH2-N-O 



9 



.CF, 



s-k5 

-CH^N-C-Q 

-°v;j-<K_> 



p 



2 H W 



CF, 



WO 01/10439 
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1 0 5 



Table 1.8 6 



R 1 

c °Nb pd ' R ^" (CH2)r k m n chira,il y 



-(CH 2 )i(CH 2 ^G-R b 
R 



936 



N0 2 
CH 2 - 



2 2 1 



937 (HaOjN-^-CHjr 2 2 1 



940 



938 CM ry C H 2 - 2 2 1 



0 2 N 

939 /=\ ~. . 2 2 1 



ch O- CH2 " 



OH 



CH 2 - 



CH 2 - 



944 C 



2 2 1 



941 ~ >=\ ~. 2 2 1 



942 ci-Q-ch 2 - 2 2 1 



943 Ci-O-CHi- 14 0 



945 Ch-Q"CH2- 14 0 



946 Cf-O-CHa- 1 4 0 



H 



H 



H 



H 



H 



H 



H 



.CF, 



' CH2 -H UC_ W 



X/-T 



-CH^M-C- w 



-CHy-N-C-^^ 
-CHj-N-C-^^l 

O / 

-CH-N-C-f> 
I H W 
CH(CH 3 ) 2 C 



.CF, 



,CF 3 



CF, 



p / CH3 
-CH.-^C-O 



H -CH 2 -N-C-^ 
p 

H -(CH 2 ) 2 -N-C-Q-N0 2 



WO 01/10439 



PCT/JP00/O5260 



1 0 6 



Table 1.87 



Compd. R \>-fCH,V 
No. Pi* ' - 



~j • « 



-/ru > — I — iru \ — ni-nS 
Fr 



947 Ch-\>-CH 2 - 1 4 0 



,0CH 3 

, J 
H W 



-(CH 2 ) 2 - M-C-/^-OC H 3 



948 cr-^~j>-CH 2 - 1 4 0 



H 



-<CH 2 ) 3 - 



949 ci-h(Jhch 2 - 1 4 0 



H 



-(CH 2 ) 3 -C-N-CH 2 -^ J 



950 CM (^" CHr 0 4 1 



H 



-CH 2 



951 Ch-C>-CH 2 - 12 0 R 



H 



-CH^I^-C-^^-OOCHa 



952 ct-(>-CH 2 - 12 0 R 



H 



9 



-CHr-N-C-^^i-NfCHa), 



953 ci-hQhch 2 - 12 0 R 



H 



P 



-(CH 2 )2-N-C-^-N(C H 3 ), 



954 ci-< )-CH 2 - 12 0 R 



955 CH Q_ 



CH 2 - 12 0 R 



956 Ch-Q-CH 2 - 1 2 0 



H 



H 



R H 



H 3 C-NH 

-(CH^j-N-C-^ 
H 3 C-NH 



-(CH 2 ) 2 -N- 



957 Ch-< >-ch 2 - 12 0 R 



I? 



OH 



WO 01/10439 
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1 0 7 



Table 1.8 8 



Compd. R V(CH 2 ) f 
No. R 2 ^ 1 



if k m n chirality R 3 



-(CH 2 )X( 



-q6 



-(C^^CH^G-R 
R 5 



958 c»-^^-ch 2 



959 ci-<\ /hen 



960 Ch-\ />~ch 2 - 



961 Ci 



962 CM^-ch 2 - 



963 yCH 2 - 



964 ycH 2 - 



965 ct-V )^CH 2 - 



966 ci—^^-CH 2 - 



967 Ct-4 >-CH : 



968 a-^^-av 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



? 

~(CH 2 )2-N-C 



-CH z -N-C-{3-N-C-CH 3 



-(Chya-N-c-Q-N-c- ch 3 



P 



-CH2-M-C-^-N-CH 3 
-(CH 2)r -N-O^Q-N-CH 3 

-(CH 2 )r^CHQ-OH 
-CHr-N-C-^>-C0 2 CH 3 
-(CH 2 )2-I4-C-^^- CO 2 CH 3 

-CH2-N-C-H^^-C-CH 3 
-(CHjJj-N-C-^-C-CH, 
-CHy-N-C-^^NH 



WO 01/10439 



Table 1.89 



PCT/JP00/05260 



1 0 8 



Compd - R !>(CH 2 ) r 



k m n chirality R 3 



-fCHo 



YCHobrG-R 6 
R 5 ' 



=-<> 



969 cr-< /Vch,- 12 0 R 



970 Cf-< >-ch 2 - 12 0 R 



971 ct-i i-CH,- 12 0 R 



972 ci-^~)-CH 2 - 12 0 R 



973 ci-< >-ch 2 - 12 0 R 



974 ct-i >-CH 2 - 12 0 R 



975 Ct-\ }-CH 2 - 12 0 R 



976 Ct-C >-CH 2 - 12 0 R 



977 Ci-^~)-CH 2 - 12 0 R 



978 ci-< >-ch 2 - 12 0 R 



979 o-(~}-CH 2 - 12 0 R 



H 



H 



H 



-CHz-N-< 



P _/ N 



"(CHjJy-N-C-f ^J- NH 
MCH 3 ) Z 



-{CH 2 ) 2 -N-C-^ 



-CHj-N-C-H^J 
-(CH 2 )2-N-C-^J 



N{CH 3 ) 2 



-CHr-N-C-^^-NHj 
-(CH 2 ) r J-Q-NH 2 



-(CH 2 )r-N-C-Q 

P __/^N 
-CHj-N-C-^J-NH 



9 .v^N 
-(CH 2 )2-Jf-C-Q^NH 



WO 01/10439 
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10 9 



Table 1.90 



Compd. R V(CH 2 )i 
No. Pr 21 



p k m n chirality R 3 



"(CH 2 )i(CH 2 )5-G-R 6 
R 5 



980 CmQ-CH 2 - 12 0 R 



f? 



q HN-C-CH 3 



981 Ci-( >-CH 2 - 12 0 R 



982 cm£J-CH 2 - 12 0 R 



983 a-{~)-CH 2 - 12 0 R 



H 



H 



-(CH 2 )2-W- 



? 



-CHj- N-C 

(HaCfeN 

-(CH 2 ) 2 -NJ-C-^ 



984 CK )-CH 2 - 12 0 R 



-CHz- N-C-^^-CH 2 OH 



985 ct-4 j>-CH 2 - 12 0 R 



-(CH 2 )r-N-C-H^^-CH 2 OH 



986 



988 Ci-^^-CH 2 - 



1 2 0 R 



(~)-CH-CH 2 - 

987 & 221 



1 4 0 



989 Ch-^jHCH 2 - 1 4 0 



H 



H 



-CHrg-c-Q 



-CH 2 -N-C- 

H W 



PP3 



-CH 2 -N-C-^ 
-CHj-N-C-O-CHj-^ 



990 Cl-i >-CH 2 - 1 4 0 



H 



9 



WO 01/10439 
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Table 1.91 



1 1 0 



R 



Compd. " V(CH 2 ) r k m n chirality R 3 -(CH 2 fc-|-(CH 2 )5-G-R 6 
No. H ■ r^ 



991 ci 



CH,- 1 4 0 



H 



-(CH 2 ) 2 -C-hQ> 



992 ci-4 >-CH 2 - 1 4 0 



993 ci-Q~ CH2 ' 1 4 0 



H 



H 



-(CH 2 )2-C-^^-OCH 3 
H,C 



OCH 3 



994 ci 



CH 2 - 1 4 0 



H 



-(CH 2 )3-C-Q> 



995 a-Q-CHf 1 4 0 



H 



9 y=v 
-(CH 2 )t-C-^>-OCH3 



996 Ci 



CH 2 - 1 4 0 



9 

-(CH 2 )3-G 



, CH 3 



997 Ci 



CH 2 - 2 2 1 



998 Ch-{3~ CH2 " 2 2 1 

999 Ch-Q-CH 2 - 2 2 1 



1000 Ci 



-O 



CH 2 - 2 2 1 



1001 Cl-Q-CH 2 - 2 2 1 



H 



H 



H 



-ch-[^c-h(J 

CH 2 CH(CH 3 ) 2 



CH 2 CH(CHj) 2 



O / CH ' 
CH 2 CH(CHj) 2 

CHsCKCHafc 

OCH 2 CH 3 



CH 2 CH(CHj) 2 



WO 01/10439 



PCT/JP00/05260 



Table 1.9 2 



1 1 1 



Compd. R V(CH 2 ) r k m n chirality R 3 
No. Pr 



Xr 



-d6 



•(CH 2 )p-h-(CH 8 )5-G-R 
R 5 



1002 ct-Q- CH 2" 2 2 



1003 ci-4 >-CH a - 2 2 



1004 ci-\>-CH 2 - 2 2 



1005 ci-( /Vch,- 2 2 



1006 d-Q-CHa- 2 2 

1007 ci-Q-CH 2 - 2 2 



1008 CK >-CH 2 - 2 2 



1009 Ch< >-CH 2 - 2 2 



1010 C"T^C^" 



CH 2 - 2 2 



1011 Cl 



2 2 



1012 Ch-( )-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 2 CH(CBj)2 



,CH 2 CKj 



O / 
II /=\ 



OCH 3 



CH 2 CH(CH3)2 OCH 3 

CH 2 CH(CB,) 2 OCH3 

pCHfeCH 3 



9 — - 

- <^\+ ^ C "\^/" 00 H 2 CH 3 



CH 2 CH(CH3) 2 



9 




pCK>CH 3 



— CH- ^ C_ \_^" 00 H 2 CH 3 

CH 2 CKCH 3 ) 2 OC H^C H 3 

(CH 2 ) 2 -£-NH 2 
O 



-<j:h-n-c- 

(CHjJjHJ-NHj 
O 



OCH, 



(CH 2 )2^-NH 2 
O 



OCHjCH^ 



(CH 2 )r9-NHj 

o 



O 



WO 01/10439 
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Table 1.93 



Comnd R 
No. R 



//M I \ 



3^ \^^2/r k m n cnirality 



R 4 

■(CHa^CHaJg-QrR* 
R 5 



1013 CK >"CH 2 - 2 2 1 



1014 CK >-CH 2 - 2 2 1 



1015 cK>-ch 2 - 2 2 1 



1016 cK >-CH 2 - 2 2 0 



H 



H 



(CH^-NJ^ OCH 3 
O 

OCH 2 CH 3 



(CH 2 )2-<J-NH 2 
O 

o P c 



0 ^OCH 2 CH 3 

OCH 2 CH 3 



(CH2)zHj-NH2 OCHjCH, 
O 



1017 cK >-CH 2 - 2 2 0 



1018 CK >-CH 2 - 2 2 1 



1019 CK >-CH 2 - 2 2 1 



1020 CK >CH 2 - 2 2 1 



1021 CK >CHo- 2 2 1 



1022 Ch-{~)-CH 2 - 2 2 1 

1023 Ch-^^~CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



CH 2 -^C-^J^OCH 2 CH 3 



OCH 2 CH 3 



OCH 2 CH 3 



CH 2 -f^C-^V0CH 2 CH 3 
I? 



OCH2CH 3 
r OCH 2 CH 3 



-CH 2 -N-C-H^y-OCH 3 



-CH^C-^J 
F 3 CCH 2 Q 



PCH2CF 3 



OCH 3 



CHj 0CH3 



(S) p yCH 2 CH 3 
CH 3 



WO 01/10439 
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1 1 3 



Table 1.94 



Compd. r V (C h 2) k m n chirality *R 3 
No. Ft 



-(CH 2 ^(CH 2 )5-G-R 6 
R 



1024 Ct-4 >~CH 2 - 2 2 1 



1025 C 



CH 2 - 2 2 1 



1026 Ch-Q~CH 2 - 2 2 



1 027 Ct 



1 028 c 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



1029 Ch-(~}~CH 2 - 2 2 1 

1030 Ch-^HCH 2 - 2 2 1 

1031 ci-O^CH 2 - 2 2 1 

1032 Cm(^-CH 2 - 2 2 1 



1033 ci 



1 034 o 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



OCH 3 



(5) " 

~(j:H-N-C-^V0CH 3 
CH 3 OCH 3 

-^H-^C-^Jh-OCH 2 CH 



CH 3 

-^H-j^C-^V0CH 2 CH3 
CH 3 OCH 2 CH 3 
OCH 2 CH 3 



CH 3 



(5) 



CH 2 CF 3 



CH 3 OCHaCFa 
(S) OCH2CH3 

CH 3 - 



CH 3 



CH3 OCH3 

CH 2 CH 3 



H \=/ 



CH 3 



PCH 3 



-CH-W-C-nf >-OCH 3 
CH 3 OCH 3 
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Table 1.95 



1 1 4 



Compd. R S-rChUr 
No. R 2 ^ " "' 



03 



f 4 

— tn u \ — 1_ 



R 5 



1035 ci 



1 036 ci 



1037 . Ci 



1 038 ci 



1039 c 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



1040 CI-Qkch 2 - 2 2 1 



1041 CI 



CH 2 - 2 2 1 



1042 CK >-CH 2 - 2 2 1 



1043 Ci-^^-CH 2 - 2 2 1 



1 044 CI 



CH 2 - 2 2 1 



1045 cK >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



w OCH 2 CH 3 
-CHHN-C-^^-OCHgCHa 
CH 3 

« ff_^T H2CH3 

-CH-^C-^y-OCH 2 CH 3 
CH 3 OCH 2 CH 3 
O PCH 2 CH 3 

| H \=/ 



och 3 



.-CH-fshC 
CH 3 

m , ?CH 2 CF 3 

TV*- w 

CH 3 OCH 2 CF 3 



9 

IT w 

CH 3 



tri 



OCH 2 CH 3 



{R > ff X 



OCF3 



CH, 



OCH3 



(R) ff X 
CH 3 

H 2 N 



H 2 N 



CI 



H 2 N 



CH 3 



ff X 

-CH 2 -N-C-f X > 



OCH 



3 



H )=/ 
H 2 N 
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Table 1.96 



nl 

Compd. >-(CH 2 ) r k m n chirality R 3 
No. R 



-D6 



-(CH 2 ) r f-(CH 2 )q-G-R 
R 



1046 ci-<Q>-CH 2 - 2 2 



1 047 Ci 



1 048 C 



CH 2 - 2 2 



CH 2 - 2 2 



1049 cr-^~)-CH 2 - 2 . 2 



1 050 Ci 



1051 Ci 



CH 2 - 2 2 



CH 2 - 2 2 



1052 ci-Qhch 2 - 2 2 



1 053 Ci 



CH 2 - 2 2 



1054 Cl-Q-CH 2 - 2 2 

1055 cmQhch 2 - 2 2 



1056 . Ci 



ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -»10 
H 2 N CI 



,CH 3 



H >=< 
H 2 N CH 3 

OCH 3 



H 2 N OCH3 



-CH 2 -N-0-/~^ 



H >=< 
H 2 N Br 



CH 2 CH(CH 3 ) 2 OCH3 



CH 2 CH3 



Tit °- w 

CH 2 CH(CH3) 2 



OCH 3 



1 



CH 2 CH(CH3> 2 OCH3 
H-N-C-^^-OCH 2 CH 3 



- C H- !VhC-Y _ V-OC H 2 C H 3 



CH 2 CH(CH;j) 2 



OCHzCHa 



CH 2 CH(CHj) 2 OCH 2 CH 3 

(S) , 0CH * CH > 
-C H- (vhC-^^-OC H 3 

CH 2 CH(CHJ 2 



(S) 
-CH-N-C 



O QCH.CFa 



CH 2 CH(CH3) 2 OCH 2 CF 3 
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Table 1.9 7 



1 1 6 



Corned. R V/ru.w 
No. - 



in. in II uiiiiamy 



n 



f? 4 

» I. 



'2/p l 5 V^ n 2/q ^ n 



1057 Ci-{^- 



CH,- 2 2 1 



1058 Ci-\ >-CH 2 - 2 2 1 



1059 CK >-CH 2 - 2 2 1 



1060 cHQ -0 "*" 2 2 1 



1061 CK- >-CH 2 - 2 2 1 



1062 O-i >-CH 2 - 2 2 1 



1063 Cf-C >-CH 2 - 2 2 1 



1064 Ci-\ )-CH 2 - 2 2 1 



1065 CH-(>-ch 2 - 2 2 1 



1066 Ch-{ )-CH 2 - 2 2 1 



1067 ci-^-CH 2 - 2 2 1 



H 



H 



H 



(fl) P 
-CH-N-C 
I H 
CH 2 CH(CH3) 2 



OCH 2 CH 3 



CH 2 CH(CH 3 ) 2 



OCH 3 



(S) 



0CF 3 



CH 2 CH(CH3) 2 

- CH- I^C-^Jh-OC H 3 
CH 2 CH(CH3) 2 

CH 2 CH(CH3) 2 OCH 2 CF 3 

(S) 9 , OCH 2 CH 3 
-CH-N-C-^Q 

CH 2 CH(CH3) 2 
(A) 

CH 2 CH(CH 3 ) 2 



PCH 3 



OCF 3 



ILK 
CH 2 CH(CH3) 2 

CH 2 CH(CH 3 ) 2 0CH 3 

-CH-M-C-^J 
CH 2 CH(CH3) 2 

-CH-r^c-^VocH 3 

CH 2 CH(CH3) 2 0CH 3 
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Table 1.98 

nt 

Compd. n "V(CH 2 ) r k m n chirality R 3 
No. R ' 



1068 Ci-Q-CHj- 2 2 1 



1069 chO-ch,- 2 2 1 



1070 Ct-{>-CH 2 - 2 2 1 



-q6 



"(C^^CHa^G-R 



W 9 " * 

~ch-^ch(_Voch 2 ch 

1 H 



OCH 2 CH 3 



CH 2 CH(CH3) 2 
(fl) J PCH 2 CH 3 
-C H" N-CHQ^- OC H 2 C H 3 
CH 2 CH(CH;j) 2 OCH 2 CH 3 



SCK> 



-C|H-N-C 



1071 Ch^}-CH 2 - 2 2 1 



1072 0-0- CH 2- 2 2 1 



1073 C*-(~}--ch 2 - 2 2 1 



1074 o-0- CH z- 2 2 1 



1075 cK>~CH 2 - 2 2 1 



1076 Ch-Q-CH r 2 2 1 



H 



H 



-CH-N-C-4 ]| 



CHjOCHj- 



5? 

T H X ^C(CH 3 h 
| H X = S ^CH 3 

-pskT 



1077 a-«Q~ CH2 " 2 2 1 

1078 Ct-Q^CH 2 - 2 2 1 



H 



H 



-(jH-N-C-^J-CF 3 
CH 2 OCH 2 -^ 



CH 2 OCK 
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Table 1.9 9 



Compd. R ShCI-U- If m n chiralitv ' R 3 
No. R 2 ' ' *" 



i 



- D 6 



rCH.fc-f— fCHofe-G-R 
R 5 ' 



1079 Ct-Q~ CH 2" 2 2 1 



1080 Cl-( >-CH 2 - 2 2 1 



1081 Cl-4 >-CH 2 - 2 2 1 



1082 ci-\ >-ch 2 -' 2 2 1 



1083 ci-(~)-CH 2 - 2 2 1 



:,-{~)-CH 2 - 12 0 R 



1 084 Ci 



1085 ci-0-ch 2 - 12 0 R 



1 086 Ci 



12 0 R 



1087 Ci 



l-(~)-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH-N- 
I H 



,CHj 



CH,OCH 2 -^~) 



OCHjCH, 



-CH-N-C 
| H 

CHjOCK,-^^ 
-CH-*Cr~f~J-OCH 3 

I H )S:och, 

CHjOCHj-^^ 



-CH-N-" 
CH 3 



(«» i? 
-CH-N- 
i H 
CH 3 



ci 



-CH 2 - 



r J-fi 



H )= / 
H 2 N 

NO 2 



H 2 N 

-CH 2 -J C -Q 
H 2 N 



1088 cK i"CH 2 - 12 0 R 



H 



-CHs-N-C-hQ 5 



1089 ci-{3"CH 2 - 12 0 R 



H 
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Table 1.100 



Compd. R V(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



"(CH 2 )i(CH 2 )5-G-R 6 



1090 CK\ i~CH 2 - 



1091 Ct-\)-CH 2 ~ 



1092 ci-^[~)-ch 2 - 



1093 cMx />-ch ; 



1094 a-i >-ch 2 - 



1095 Ch-C }-ch 



1096 ci-<\ >-CH ; 



1097 a-\ >-ch 2 - 



1098 cm£ )-CH 2 - 



1099 ci— C }-CH 



1100 CK >"CH 2 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f N ) 



OCH 2 CH 3 



H \=/ 
i? 

-c- 

H 2 N 



-CH 2 CH 2 -M-C- 




a 



2 0 R h -ch 2 ch 2 



N0 2 



H )==/ 
H 2 N 



CH 2 CH 2 



!fH> 



-CH 2 CH 2 -M-?-/pQ 



? 



-CH 2 CH 2 -|^C— 
-CH 2 CH 2 -^C-~^pQf F 



-CH 2 CHr-r;hC w 



OCH 2 CHj 



-CH 



9 

r H C ~W" CH3 



~ CH ^ cH L/ f 



-CH 2 -jvhC- 
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Table 1.101 



Corned. H Vrru.v- 



No. R 



2/ v— -z/j 



iv mi ii ui amy 



r-vl 

n 



R 

V WI l 2/p I c V WI '2/q ~ ' 1 
R 5 



1101 Cl-C >-CH 2 - 12 0 R 



H 



-CH 



1102 a-4 -)"CH 2 - 12 0 R 



H 



-CH^^C--/_V' N0 2 
H ^ — ' 



1103 h 3 C-4 >-CH 2 - 12 0 R 



H 



9 



8r 



-CH 2 -N-C-^>-CH3 



1104 



HaC-^^-CH;,-' 12 0 R 



H 



-CH 



1105 H; 



CH 2 - 12 0 R 



H 



CI 



-CH 2 -N-C- w 



1106 H 3 C-{ }-CH 2 - 12 0 R 



-CH 2 -^C-^-CH 3 



1107 H 3 C-i >-CH 2 - 12 0 R 



-CH 2 - 



p , CH 3 



1108 



1109 



1110 



1111 



PH 3 

CH 3 
PH 3 

CH 3 

-CH 2 - 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



-CH 2 -N-C-h^Jh-CH : 
~ CH2 "h" C "W~ F 

9 



-CH 2 -N-C-^ 7-CH3 
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Table 1.102 



Compd. R *V(CH 2 ),- k m n chirality R 3 
No. R 2 ^ 



"(CHsJpf-CCH^G-R 6 



1120 



1121 



PH 3 

CH 3 



CH 2 - 12 0 R 



1112 



1113 O-i }-CH 2 - 2 2 1 



1114 a-4 /HCH 2 - 2 2 1 



1115 CK\ /)- CH 2- 2 2 1 



1116 a-i )-ch 2 - 2 2 1 



1117 CHhQ-CH 2 - 2 2 1 



12 0 R 



1119 H3CS-Q-CH 2 - 12 0 R 



H 3 CO 

0-CH 2 - 12 0 R 



0CH3 
02N-4, />~CH 2 - 



12 0 R 



H3C_ 

1122 (H>ChCH-Q-CHr 12 0 R 

CM(CHj), 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 



-CH 2 -N-C-^^-N0 2 



-CH 2 -N-C-^^-CH : 

-CH 2 - N-C-^^- N0 2 
-C^-N-C-Q 



-CH 



-CH 



CH 3 
CH 3 



9 



-ch 2 -n-c~ w 



P F 3 



-CH 2 -N-C-Q 

- CH *-tf c -0 
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Table 1.103 



k m n chirality R 3 



-(CH ? k|-( 



-(CH^^CCH^G-R 6 
R 3 



1 123 



12 0 R 



H 



-CH, 



1 124 



0 2 IVq 

|f>CH 2 - 



12 0 R 



H 



.CF 3 



1125 a-<^~^-CH 2 - 2 2 



CHjOCHj-^ 



1126 ci-4 /)-CH 2 - 2 2 1 



1127 c: 



hhQkch 2 - 



2 2 1 



1128 Ci-< >-ch 2 - 2 2 1 



1129 ci-\ >-CH 2 - 2 2 1 



1130 Ct-l)-CH 2 - 2 2 1 



H 



H 



CHjOCHr(~) 



-CH-l*-C-f > 

-CH-N-C~^^~F 
CH 2 OCH 2 -^ 



1131 Ch-4 /V-CH 2 - 2 2 1 



1132 C\-\ y-CHj- 2 2 1 



H 



I H 



Of 



> 0CH 2~O 



j-C- 
OijOCHj- 



H 3 cq 



1133 H 3 CC>rVcH 2 - 1 2 0 R 



H \=/ 
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Table 1.104 



Co ^P d - p^XCH 2 ) r k m n chirality R 3 -(CH 2 )^- 



-qS 



(CH^^H^G-R 
R 5 



1134 



1135 



1136 



1137 



1138 



1139 



1140 



1141 



1142 



H 3 CC 

H 3 co-\J-cnr 
h 3 co 




CH 2 - 
N0 2 




fx 



H3CO 



Br 



CH 2 - 



0 2 N 




<CH 2 ) 2 - 



CH 2 - 




CH 2 - 



H 3 CO_ 

1 1 44 0~ CHr 
H 3 CO 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH^N-C-^J 



-CH 2 -N-C 



f k5 

-CH,-N-C-^J 
-CH^N-C-^J 
-CH^N-C-h^ 



-CH 2 -NhC- 



PP3 



-CH 2 -N-C- 



-CH 2 



-CH2-M-C- 



-CH 2 -NJ-C 



CP 3 
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Table 1.105 



^ i Rk ..... 



No. R 2 



k m n chirality R 3 



R 

-(CH 2 )p-i-(CH 2 )5-G-R b 
R 5 



H 3 CO 

1145 H 3 CO-{^VcH 2 - 
N0 2 



12 0 R 



-ch 2 -n-chQ 



1146 (2y-<w>-{y<"r 12 0 R 



-CH 2 -N-0 w 



, CF 3 



1147 H>c-c-N-<^^-oir 



12 0 R 



(~Vch 2 - 

1148 }-\ 12 0 R 



1149 



1150 



1151 



1152 



1153 



1154 



1155 



CH 3 

CH 3 
CH 3 

CH 3 
PH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
fH 3 

r>CH 2 - 



CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CHs-N-C-f > 



CF 3 



-CH2 



OCH 2 CH 3 



-CH 2 -^C-^ 



CH2CH3 



-CH 2 -r^C-CH 2 - 



r<3 



H 
H 

- ch ^^X7 CHj 



F 3 C 
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Table 1.106 



Compd. R ^( CH2 ) r 

k m n chirality 



"(CH 2 )p|-(CH 2 ^G-R 
R 5 



-d6 



1156 



1157 



1158 



1159 



1160 



1161 



1165 



1166 



CH 3 

CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 
~CH 2 - 

CH 3 
CH 3 

CH 3 

;o-^J>-ch 2 - 

,CH ; 



,CH 3 

1162 H 3 CCK\ />-CH 2 - 
H 3 C 



1163 




HjCO-4 >~CH 2 - 



H 3 q 

1164 H,CO-Q-CH r 




H 3 CO-(\ >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0. R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-HQf 



9 S^SCH 3 



-CH 2 -N-C-^J 



-ch 2 -nJh0 

H 2 N C! 

-CH 2 -(^C-H^y-OCH 3 
H 2 N OCH 3 

ff , CH 3 

H 2 N Br 



-CH 2 -N-C-^ 
-CH 2 -N-C-H^ 



-CH 2 -N-C- 



9 



-CH 2 -N-C- v 



.CF, 



-CH 2 -N-C-Q 
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Table 1.107 



Compd. R SwCH„V 
No. " 



t— u 



R 5 



1167 CK >-CH 2 - 2 2 1 



-CH.-NHC-H^ 



1168 T'yctir 12 0 R 

S- N 



H 



_ CH ,-N-c-(J 



1169 ^'YW 1 2 0 R 



-CH,-N-C-f > 



H \=/ 



1170 



12 0 R 



,cp 3 



- C H 2 -N-C- w 



1171 Ci-4 /)-CH 2 - 12 0 R 



9 



,CH 3 



-CH 2 -N-C-H^J^-Br 



1172 Qh\ y-CHr 12 0 R 



H 



1 1 73 /)-ch 2 - 12 0 R 



H 



9 ^-V^OCHj 

• CHj t c -vU 

. H 



1174 C 



mQ-ch 2 - 



12 0 R 



H 



9 



_ C H 2 -M. C -p 
H 9 N 



1175 H 3 CH^-CH 2 - 12 0 R 



H 



9 / CH 3 

-CH 2 -^C-H^^-Br 



1176 H 3 c-4 i-CH r 12 0 R 



H 



9 / vv OH 



1177 h 3 c-4>-CH 2 - 12 0 R 



H 



9 /YV OCH ' 
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Table 1.108 



Compd. \_( CH2 v_ k m n chirality R 3 
No. FT 



1178 H 3 C-( >-CH 2 - 12 0 R 



1179 n 3 C-\ >-CH 2 - 12 0 R 



1180 H 3 C-( >-CH 2 - 12 0 R 



1181 



1182 



1183 



1184 



1185 



1186 




CH, 

CH 3 
CH 3 

^H 2 ~ 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



1 2 0 • R 



12 0 R 



1 2 0 R 



12 0 R 



1 2 0 R 



187 cm£^-ch 2 - 2 2 



1188 CHh O~ 



H 



H 



H 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



~(CH 2 )p| r (CH 2 )^G-R 6 
R 




H 2 N 



NO 2 



-CHo-J^C-fJ 
H 2 N 

trkO 



-CH 



9 , CH 3 
-CH 2 -N-C— Bf 



- cH ^ c -<PCr 



OCH 3 



-CH 2 -N-C- 




H 2 N 



H 2 N 



H 

9 / CH 3 

-CH 2 -^C--f}--Br 
H ^ — ' 

- CH '-rr c -<Pu 
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Table 1.109 



1 2 8 



Comnd. R ^ 



No. R 



R 5 



1189 Ci 



CH 2 - 2 2 1 



OCH, 



1190 ChQ-CH 2 - 2 2 1 



1191 



1192 



1193 



1194 



1195 



1196 



1197 



1198 



1199 



CH- 



CH 3 

>"CH 2 - 
CH 3 
CH 3 

CH 2 - 
CH 3 
CH 3 
CH 2 - 

CH 3 
CH 3 
CH 2 - 

CH 3 
H 3 
CH 2 - 



CH 3 
CH 3 

CH 3 
CH 3 

CH 2 - 
CH 3 
H3 
CH 2 - 

CH 3 
H 3 
CH 2 - 
CH 3 



1 2 0 



12 0 R 



1 2 0 R 



1 2 0 . R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



" CH ^tt C> W 




H 2 N 



F 



-CH 2 - 



9 ^ 



9 



sK5 



,OCF 3 



F 3 C 



NO 2 



-CH 2 -M-C-^ 



O CF3 

F 



-CH 



-CHj-f^-C-^J 



9 



.CH, 



WO 01/10439 



PCT/JPOO/05260 



1 2 9 



Table 1.110 



Compd. R V-( CH2)r k m n chirality R 3 -(CH 2 )J- 
No. R " 5 



(CH^CCH^G-R 6 
R 3 



1200 



1201 



1202 



CH 3 
i~CH 2 - 

CH 3 
CH 3 
CH 2 - 

CH, 
CH 3 



CH 3 



1203 h 3 C-Q-CH 2 - 



1204 h 3 C-4 >-CH 2 - 



1205 h 3 c-(^-ch 2 - 



1206 h 3 c-^ >-ch 2 - 



1207 H 3 C-<v >-CH 2 - 



1 208 h 3 c-hQ>-ch 2 - 



1209 h 3 c-< v >-CH 2 - 



1210 h 3 c-<\ /)-CHr 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



_ C H 2 _N- C -^ 
CI 



9 




-CHj-N-C-f y-F 
H 



-CH 2 -N-C- 
H 




,CF 3 



PCF 3 



F3C 



-CH^N-C-^J 



-CH^-N-C-f ) 



.CF 3 



H )=/ 
F 



_CH 2 -N-C-^J 



-CH, 



-CHrN-O-Q 
CI 
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Table 1.111 



Cnmnd. 

No. R*" ^ ' 2/) 



I. — _> _u : — iri. . 
n. ui »i i*iiiicuiiy 



n 



Q J 



1211 H 3 C-(jKCH r 12 0 R 



9 



-ch 2 -n-c-Qhf 




1212 HjO-4 )-ch 2 - 12 0 R 



1213 Ci-4>-CHr 2 2 1 



1214 Ci-<y-CH 2 - 2 2 1 



1215 0 



1216 Ci 



CH r 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



9 



-CH,-(^C 
H 




JCF 3 



9 pF3 



_ CH2 _N-C-0 



F 3 C 



PF3 



-CH 2 -N-C-^ 
F 

CI 



-CH 2 -rvhC- 



1217 Ci 



CH 2 - 12 0 R 



1218 a-tJ-CHr 12 0 R 



H 



-CH 2 -I^C-< > 



P F 3 



H >==/ 
CI 



-CHo-N-C-f X > 



pH 3 



H )= / 
F 



1219 Ch\ J-CH 2 - 12 0 R 



1220 Ci 



1221 Ci 



CHjr 12 0 R 



CH 2 - 12 0 R 



H 



H 



r 

9 



-CH 2 - 



-CH 2 -N-0 

H 3 N 



-CH 2 -N-C-f>-F 
H 2 N 
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1 3 1 



Table 1.112 



Compd. R V {CH v_ k m n chirality R 3 
No. Pr 



"(CH 2 )p?-(CH 2 )5-G-R 
R 5 



-d6 



1 222 ci-Q-cht 



1 223 Ct-\>-CH 2 - 



1224 ci-4 /-CH 2 - 



1 225 h 3 c-h^-ch ? - 



1226 h 3 c-4 /h-CHi- 



1227 H 3 C-4 J-CHjr 



1 228 h 3 c-{)- 



CH 2 - 



1229 h 3 c-\ j>-CH 2 - 



1230 H 3 C-<\ />-CH 2 - 



1231 HjC-^^-CHf 



1232 H 3 C-\ >-CHj 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



9 ^ CH 3 



-CH 2 -N-C-/pf 
H 



-CH 2 - 



-CH 2 -N-C-f > 



NO 2 



H >==/ 
HO 



_ C „ 2 _N.?_0 
CI 



CF 3 



-CH, 



-CH 2 -M-0 

H 2 N 



-CH 2 -N-C-h^-F 
H 2 N 

-cH 2 -N r c-rr 



9 ~K> 



-CH 2 -^C-^ 

-CH 2 -N-C-^J 
HO 
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Table 1.1 13 



1 3 2 



Compd. R >(CH 2 ) r 



INO. H* 



k m n chiralitv R 3 



R 5 



1233 



1234 



1235 



1236 



1237 



1238 



1239 



1240 



CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
pH 3 

-CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1241 CI-Q-CH 2 - 2 2 



1242 Ch-( )-CH 2 - 2 2 1 



H 



CI 



CH, 



H )=/ 
F 



P 



CHn 



-CH 2 -N-0 



CI 



H 2 N 



-CH 



H 2 N 

9 ^ CH 3 
_ C H 2 -^c-/J 

H 



,N0 2 



HO 

9 01=3 

CI 

_ C H 2 -^c-p 

F 



1243 CK >-CH r 2 2 1 



-CH 2 -!vhC-/>-Ct 



H \=/ 
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Table 1.114 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CHsfc-RcH^G-R 
No. R ' oS 



1244 C 



mQ-CH 2 - 



2 2 1 



1245 C>-t>-CH r 2 2 1 



1246 Ct-\ )-CH 2 - 2 2 1 



1247 Cl-i)-CH 2 - 2 2 1 



H 



H 



R 5 



-CH 2 -N-G 

H 2 N 



H >= / 
H 2 N 



-CH 2 -[^C-< I) 



-CH 2 -W-C- 



*0 



1248 a-( >-CH 2 - 2 2 1 



H 



HO 



1249 ci-^)-ch 2 - 12 0 R 



H 



-CH 2 -N-C-C/^ 



,no 2 

CI 



1250 H 3 c-0- CH r 12 0 R 



H 



9 



.NO 2 



-CH 2 -N-C-(_)-CI 



1251 



PH 3 



CH 3 



ch 2 - 12 0 R 



1252 Ch-(^-CH 2 - 12 0 R 



H 



H 



-CH 2 -N-C-^J-CI 
-CH 2 -N-CH^-CH(CH 3 ) 2 



1253 H 3 C-0- CH 2" 12 0 R 



c 



-CH 2 -N-C-h^J-CH(CH3) 2 



1254 



CH 3 



ch 2 - 12 0 R 



CH 3 



-CH 2 -N-C-^^-CH(CH 3 ) 2 
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1 3 4 



Table 1.115 



Compd. "^HCH 2 ) r k m n chirality R 3 -(CHaJp^CH^G-R 6 



1255 Ch^-CH 2 - 12 0 R 



1256 H 3 C-\ VcHj- 12 0 R 



1257 



CH 3 
CH 3 



12 0 R 



1258 h 3 C-<Qhch 2 - 12 0 R 



CH 3 



1259 CH2 " 12 0 R 

CH 3 

1260 H 3 c-0^ CH 2- 1 2 0 R 



H 



H 



H 



H 



Br 



H 2 N 

-CH 2 -£C-Hp> 
H 2 N 

-CH 2 -N-C-<p 
H 2 N 

H 2 N 



-CH 



9 




CI 



H 2 N 



-CH 2 -NhO 



OCH 2 CH 3 



1263 



1261 cmO-Ch,- 12 0 R 



1262 H 3 C-<)- CH *- 12 0 R 



1264 ci 



^H 3 
CH 3 

mQ-ch 2 - 



12 0 R 



12 0 R 



1265 H 3 c-0" CH 2- 12 0 R 



H 



H 



H 



H 



H 



-CH 2 -N-C-^T 
H 3 C 

? /^ C < CH 3>3 
-CHf-JfO-yJ, 

H 3 C 



9 /wC(CH 3 ) 3 
H 3 C 



-CH 2 -N-C-^T 



? 
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Table 1.116 



Compd. R >(CH 2 ) r 
No. FT 



k m n chirality R 3 



"(CH 2 )pf-(CH 2 ^G-R 
R 5 



-q6 



1266 



1267 Ci 



1 268 Ci 



>-CH 2 - 
CH 3 




12 0 R 



CH 2 - 12 0 R 



ch 2 - 12 0 R 



1269 



a-^)-CH 2 - 1 2 0 



1270 Ci 



1271 Ci 



CH r 12 0 R 



CH 2 - 12 0 R 



1272 H 3 C-(~)-CH 2 - 12 0 R 



1273 h 3 c-0- ch *- 1 2 0 R 



1274 HjC-^VcHj- 12 0 R 



1275 HjO-Q-CHr 1 2 0 R 



1276 HjC-O-CHj- 12 0 R 



H 



I? 



z H V° 




- cH ^-it c -<PC r 

H 

"CH^N-C-p 

H 3 CO 

-CH.-N-C^J 
HO 

v< ci 

-CH 2 -N-C-np 

HO 



,N0 2 

-cHj-w-c-f y-p 



CI 



-CH 2 -N-C-H0 
H3CO 

-CHj-M-C-^J 
HO 




CI 



-CH 2 -N-C- > y 
HO 



-CHi-N-O-^J-F 
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Table 1.1 17 



1 3 6 



Compd. ^VfCH,),- 
NO. R~ 



r* k m n chiralitv R 3 



Ft 5 




1277 X^~ CH J- 

CH 3 
CH 3 

1278 p"CH 2 - 

CH 3 
CH 3 

1279 *Q-C"2- 

CH 3 
CH 3 

1280 o!/- CH 2- 

. . CH 3 

1281 of 0 " 2 " 

CH 3 



1282 ci 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 3 CO 



8r 



HO 



HO 



-CI 



9 



N0 2 



-CH 2 -hhC-( _)-F 



-cH 2 ^ c -^prj 



1283 c: 



CH 2 - 2 2 1 



1284 CH^J-CHr 2 2 1 



1285 Ci 



CH 2 - 2 2 1 



H 



H 



- CH 2-{t CH 0 

H3CO 



CI 



Br 



HO 

_ CHr -N. C -p 
HO 



1286 "'Vwj-Q-ov 1 2 0 



9 

-CH 2 -N-C 



1287 



CH 2 - 



12 0 R 



H 



CF, 



~ cH *-[t c -c5 
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1 3 7 



Table 1.118 



Compd. R V(CH 2 )- k m n chirality R 3 ~(CH 2 )pf-i 
No. R z " 5 



-q6 



(CHa^CH^G-R 
R 5 



1 288 u.rrwf V- CH 2 - 



n 3 co\J-c 



12 0 R 



'1289 



1290 



CH 3 



ch 2 - 12 0 R 



CH 3 
CH 3 



CH 2 - 12 0 R 



CH 3 

1291 h 3 c-Q-ch 2 - 



12 0 R 



1292 h 3 c-(V ch 2- 12 0 R 



1293 h 3 c-{~)-ch 2 - 12 0 R 



1294 h 3 c-/}-ch 2 - 12 0 R 



H 



H 



-CH 2 -N-C-Q 



OCH 3 



_ CH2 _^_0 
H 2 N 

9 / _< CH3 

-CHa--C-Q 

H 2 N CH 3 



-CH 2 -N-C 



9 ^^ CH 3 



H 



9 / CH 3 

-ch 2 -^chQ 

H 2 N Br 



-CH 2 



- CH *-tf C ' W 



9 



F 

P F 3 



1295 



H 3 c-^)-CH 2 - 12 0 R 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-y| 



-1296 H 3 C-Q-CH 2 - 1 2 0 



1297 HjC-TVov 12 0 R 



1298 



H 3 CC( 

HjCO-fVcH,- 12 0 R 
Br 



H 



9 S^SCH 3 
-CH 2 -N-C-^J 

-ch 2 -^c-^T 

F 3 C 



-CH 2 -J>{5 



P p 3 
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1 3 8 



Table 1.119 



ComDd 



. Rl V/ru.u 



No. R 



2/ v—-»l 



n3 



/r-u fru wn-n 6 

R* 



1301 



1302 



1304 



H 3 C 




1 299 H 3 CO-yj^-CH s - 

H 3 CO 

OCH 3 

1300 h 3 COhQ-CH 2 - 



,OCH 3 
CH 2 - 



H3CO 



H 3 COH 3 
H 3 CO-^~^-CH 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 3 CC 

1303 H 3 C0-O- CH 2- 12 0 R 
Br' 




12 0 R 



1 305 W 1 

H 3 CO-^_^-CH 2 - 



2 0 R 



H 3 CCH 2 Q 

1306 .. - /=\ ~. 1 2 0 R 



H»0 



H 3 0 



CHr 



1 307 H 3 o 




HO 




CH 2 - 12 0 R 



CH r 1 2 0 R 



1308 



1309 HjCO-O-ch,- 12 0 R 
i 



H 3 C< 




H 



H 



H 



H 



H 



H 



H 



H 



-CHfN-C- w 



P F 3 



-CH 2 - 



^ CF3 



-CH 2 -N-C-Q 
-CH 2 -N-C-^J 



? 



P F 3 



-CH 2 -N-C- w 



-CH 2 -N-C-^ 



-CH 



? 



-CH 2 -^C-^ 
-CH 2 -N-C-Q 
-CH 2 -^C-Q 



WO 01/10439 
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1 3 9 



Table 1.120 



Compd. R S_( CH2)j _ k m n chirality R 3 
No. Ft 



h 3 co 

1310 HO^CH, 



1311 



1312 



1313 



1314 



1315 



1316 



1317 



1318 



1319 



1320 




CH 2 - 



CH 2 - 



(~^-ch 2 - 





CH 2 



CH 2 < 



CH 2 - 




CH, 



CH 2 - 




Br-4 >"CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



1CH 2 ) F f-(CH 2 )^G-R 6 
R 5 



CF 3 



H \=/ 



9 



2 H W 



-CHf 



vf 3 

-CHa-N-C-^ 



-CH 2 -N-C 



-CHj-N-C- 



-CH 2 -N-C-^J 



-CH 2 -N-C-f > 



P F 3 



WO 01/10439 
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14 0 



Table 1.121 



Compd. R '>(CH 2 )- 



^ — I — / 



k m n chiralitv r 3 wrw. v-U 



1321 cmQ- 



CH 2 - 12 0 R 



H 



Br 



-CH 2 -fshC-/^-Cl 



H \=/ 



1322 /V-CHa- 12 0 R 



1323 ch<>-ch 2 - 12 0 R 



H 



~CH 2 -^C-H^J~Cl 



1324 CH-^^CH 2 -- 12 0 R 



H 



ff _/ CH 3 



H )=/ 
HO 



1325 



CH 2 - 12 0 R 



H 



1326 CH\ >-CH 2 - ..-1 2 0 R 



1327 CH\ >-CH 2 - 12 0 R 



H 



-CH 2 - 



HO 



-CHa-N-c-0 



pH 3 



1328 H 3 c-\ >-CH 2 - 12 0 R 



1329 h 3 chQhch 2 - 12 0 R 



H 



-CH 2 -W-C-/ VCH 3 
H ^ — ' 



1330 h 3 c-\ >-ch 2 - 12 0 R 



H 



1331 h 3 ch( >ch 2 - 12 0 R 



H 



-CH 2 ~N-C-<f } 



H )=/ 
HO 
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1 4 1 



Table 1.122 



c °mp d - R b>~(CH 2 ) r k m n chirality R 3 



No. R 



"(CH 2 )^(CH 2 )^G-R 5 



R s 



1332 h 3 c-6 )-CH r 1 2 0 R 



H 



- ch *-^-0-L(I) 



1333 H 3 C-\ )-CH 2 - 12 0 R 



1334 h 3 chQ-CH 2 - 1 2 0 R 



1335 



1336 



1337 



1338 



1339 



1340 



1341 



CH 3 

CH 2 - 
CH 3 
£H 3 

CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 
IQ^CH 2 - 
CH 3 
CH 3 

CH 3 

-CH 2 - 

CH 3 
PH 3 

CH 3 



1 2 0 R 



1 2 0 R 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



HO 



H 2 N 



CH 3 



-CH 2 - 



-ch 2 -^c-^Jh-ch 3 



-CH 2 - 



PH 3 



H )=/ 
HO 



9 /=x 



-CH-N-C-^Vc 



HO 
0 z™ 3 

H 2 N 



1342 CH^J-CH 2 - 2 2 1 



H 



-CH 2 -^C-^J-CI 
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1 4 2 



Table 1.123 



pi 

1 0 / V^i '2/j 

No. R 2 ^ 



K, in ii oi m amy 



rv 



.1 \ I— 



R 5 



1 343 C 



H 



-CHa-N-C-H^J-CHj 



1344 >-CH 2 - 2 2 1 



H 



9 

-c- 

H ^= 



-CH,-N-C— ( VCI 



1345 Cl-( )-CH 2 - 2 2 1 



-CH 2 -N-C^0> 
HO 



,CH 3 



1346 Ci-<>-CH 2 - 2 2 1 



-CH 2 -^C-^0 
HO 



1347 Ch-Ty-CH,- 12 0 R 



H 



-CH 2 -N-C-fJ . 



1348 H 3 c-0- CH 2 _ 12 0 R 



H 



-C^-NhC-^J 



1349 



PH 3 



CH 3 



ch 2 - 12 0 R 



H 



9 ^v CHs 

— CH 2 — N-C— CJ) 



1350 (Hj-CH r 2 2 1 



"CH 2 -N-C-y 



1351 cUj-CHr 12 0 R 



1352 h 3 c-^-ch 2 - 12 0 R 



H 



O 




1353 



:h 3 



-ch 2 - 12 0 R 



CHj 



H 



-CH,-j 



tr 




pCH, 
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Table 1.124 



C °No Pd ' R^" (CH2) r k m n chiralit y 



"(CH 2 )p|-(CH 2 ) 5 -G-R 6 
R 5 



1354 Ct-i>-CH r 2 2 1 



H 



UN 
jp-CHj 



1357 



1359 



1360 



1355 a-i)-cnr 12 0 R 



1356 h 3 c-h£>-ch 2 - 12 0 R 



CH 3 

CH 2 - 
CH 3 



12 0 R 



1358 CK >-CH 2 - 2 2 1 



^CH 2 - 
CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



H 



H 



H 



H 



-CH*-N-C-f 5 



H )=/ 
H 2 N 



CN 



~CH 2 -{*CH0 
H 2 N 



-CH 2 -NHC-/^ 



CN 



H )=/ 
H 2 N 



H 2 N 

- C H 2 -^C-Q 



-CHg-N-O 



CH 3 
-CH 3 

CH 3 
CH 3 



1361 h 3 ch( >-CH r 12 0 R 



H 



9 



-CH 2 -j|C-H^^-OCH 3 



1362 



1363 



CH 3 
CH 3 

-CH 2 - 
CH 3 



12 0 R 



12 0 R 



1364 h 3 c-< V-CHr 12 0 R 



H 



H 



9 w CH3 

-CH 2 -N-C-Q 



CH, 



9 /4-ch 3 



-ch 2 -w-c-^ ^ 



-CH 2 -NhC-<^3 



CH 3 
CH 3 



WO 01/10439 
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Table 1.125 



nt 

Corned. n \./ru_u 



No. R 



2^ v ~' ,;4/ i 



I - rs ^l->«»»»^ Kit f 

f\ III it VI 'it umjr 



r-»3 
i \ 



R 4 

-/olj > — I — //~u \ — c~d6 
R 



1365 



1366 



X 3 

CH 3 

~CH 2 - 
CH 3 




12 0 R 



12 0 R 



H 



H 



-CH 



2 



H 3 C 



-CH 2 -N-C— <^-CH 3 



1367 H,c-\ )-CH 2 - 12 0 R 



H 



-CH, 



"K" c ~\_y" CH3 



1368 ar-Q-CHr 12 0 R 



1369 a-\ f-CHr 12 0 R 



1370 O-^J-CHj- 12 0 R 



1371 CH-Q-CHr 1 2 0 



1372 Ci-O-CHr 1 2 0 R 



H 



H 



H 



H 



H 



-CH 2 -<+c-\J-a 



-CH 2 -N-C-0 
F 3 CCH 2 0 



OCH 2 CF 3 



9 _/v Br 



0% 



p. 



-CH 2 -N-0 



1373 H 3 c-( Vch 2 - 12 0 R 



1374 h 3 c-\ >-ch 2 - 12 0 R 



1375 H 3 c-i >-CH 2 - 1 2 0 R 



H 



H 



H 



-ch 2 -n-c-h(J^ci 



0CH 2 CF 3 



-CH 2 -N-D 
F 3 CCH 2 d 




^Vr Bf 



H 
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Table 1.126 



Compd. R S_( CH2 v_ k m n chirality R 3 
No. Ft 



1376 h 3 c-Q-ch 2 - 12 0 R 



1377 » 3 c-{ )-cn 2 - 12 0 R 



1378 



1379 



1380 



1381 



1382 



CH 3 



CH 2 - 12 0 R 



CH 3 
CH 3 



CH 2 - 12 0 R 



CH 3 
CH 3 

CH 3 
CH 3 
^CH 2 - 
CH 3 

~CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



1383 CK /VCH2- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )p~rT(CH 2 )q-G-R 6 
R s 



9 r= 



-CH 2 -<+C-\J 
-CHj-N-C-^J-CI 



F 3 CCH 2 Q 



-CH^N-O-^ 




OCH 2 CF 3 



~CH 2 -f^C-fJ 



-CH 2 -N-C- 



Z H 




-CHi-W-C-^J-CI 



1384 Cl-Q-CH 2 - 2 2 1 



H 



-CH 2 -N-C-fJ 



1385 Ci-Q-CHf 2 2 1 

1386 Ch-^^-CH 2 - 2 2 1 



H 



H 



-CH 2 -N-C-{^ 



WO 01/10439 



Table 1.127 



PCT/JP00/05260 



1 4 6 



Compd. R >(CH 2 ) r 



INO. H" 



k m n chiralitv R 3 



R 5 



1387 



1388 



1389 



1390 



1391 



1396 



1397 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
H,C,CH 3 
H 3 ChT~>-CH 2 - 1 2 0 



12 0 R 



12 0 R 



12 0 R 



H3C CH3 

H 3 C 




H 3 C-\ >-CH 2 - 



12 0 R 



1392 Hr _/ = \_ rH _ 12 0 R 



1393 h,cch 2 -h( }~ch 2 - 12 0 R 



1394 H3 ^_ CHr 1 2 0 R 



1395 HjC=ch-\ >-ch 2 - 12 0 R 



h 3 c -\]/-ch 2 - 



8t 



Br-^-CH 2 - 1 



2 0 R 



2 0 R 



H 



H 



H 



R H 



H 



H 



-CHr-N-O-^ 



-CH 2 -N-C— f J, 
H NT N 

CH 3 



-CHj-N-C- 



.CF 3 
.CF 3 



-CH 2 -N-£-£5 

_ C „ 2 _^ C ^Q 



-CH 2 -N-0 



-CM^C-Q 



WO 01/10439 
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Table 1.128 



C °No Pd R^ (CH2)i ~ k m " chirality 03 ~( CH 2)pT7 



-q6 



(CH^fCH^G-R 1 
R 



1398 



Ci-^}-CH- 



1399 C 



1400 ci 



1401 



9H3 
CH- 



Ci 



9H3 
CH- 



CH 2 - 



1402 H3O-4 i-CHj- 



1 403 H 3 C-Q>-CH 2 - 



1404 H 3 c-\ >-CH 2 - 



1 405 HjC-nQnCHr 



1406 H 3 C-\>~CH 2 - 



1407 H 3 C-(^-CH 2 - 

1408 H 3 C-^^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C 



P F 3 



CF, 



-CH 2 -N-C-<C5 



_ CH _^ C ^_ 



PCH 3 
OCH 3 
H 2 N OCH3 



-CH 2 -^c-\_yi 



9 /=H 



-CH 2 -^C-^_> 

H3CS 



0 CH 3 
-CH 2 -N-C^C] 



-CH.-^C-^) 
H3CCH 2 S 



9 



-CH.-^C-^} 



WO 01/10439 
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14 8 



Table 1.129 



Compd. R, V(CH,)r 
No. 



\t m n rhiraiitv R 3 



^.\a~\ — I — ir.\ 



Y-4- 

' 1 c 



1409 h 3 C-\ /-CIV 12 0 R 



1410 



PH 3 

CH 3 



12 0 R 



1411 O-i >-CH 2 - 12 0 R 



1412 H 3 C-\ J>-CH 2 - 12 0 R 



CH 3 



-ch 2 - 12 0 R 



1413 g^c 

CH 3 

1414 cm^-ch 2 - 2 2 1 

1415 a-0~ CH 2- 12 0 R 



1416 h 3 c-h( Vch 2 - 12 0 R 



1417 



CH 3 
CH 3 



12 0 R 



1418 CK >-CH 2 - 2 2 1 



1419 cK V-CH 2 ~ 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 



_CH 2 -^C-{3 



KjOC-NH 
O 



-CH 2 - N-C 

HjOC-NH 
O 



HjG-C-NH 
O 

HjOC-NH 
6 



-CH 



H 2 N 



H 2 N 



SCN 



-CH 2 -NhC-0 
H 2 N 



SCN 



-CH 2 ^M-C-H0 



SCN 



-CH 2 -N-CH0 
H 2 N 



SH 
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Table 1.130 



C ° N ™ pd - ^>-(CH2) r k m n chirality 



-(CH 2 )irr7(CH 2 )5-G-R 6 

R 



1420 H 3 C-i >-CH 2 - 12 0 R 



CH, 



1421 



CH 2 - 12 0 R 



CH, 



1422 Ci-Q^-CH 2 - 2 2 1 



1423 Ci-( )-CH 2 - 12 0 R 



1424 H 3 C-( >-CH 2 - 12 0 R 



1425 



CH, 
>-CH 2 - 
CH 3 



12 0 R 



1426 Ct-i )-ch 2 - 2 2 1 



1427 Ci-^J-CHj- 2 2 1 



1428 a-Q-CH 2 - 2 2 1 



1429 h.cch 2 ohQ>-ch 2 - 2 2 1 



1430 



,OhQ-CH 2 - 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



SH 



H 2 N 



H 2 N 



~CH 2 - 



-CH 2 -N-C- 



- c "\ 



9 

-CH 2 ~N-C* 



Br 



-CH 2 -^C-0 
H 3 ONH 



-CH 2 -NhC-H0 



Br 



-CH 2 -N-C-h0 



CI 



-CH 2 ~N-C-^ 
H 2 N 



CI 



WO 01/10439 
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Table 1.131 



C °£ Pd ' ^2>~( CH 2)r k m n chirality R 3 



-d6 



-(CH 2 )5-hr(CH 2 te-G-R 



1431 WCH 2 Cr\ >-CH 2 - 2 2 1 



H 



-CH 2 -N-C- 



9 >- 




Br 



1432 



*~ 2 2 1 



1433 h»cch 2 o-( Vch 2 - 2 2 1 



1434 h 3 cch 2 o-Qkch 2 - 2 2 1 



1435 ^cch 2 -£>-ch 2 - .2 2 1 



1436 (KjC) 2 chh( >-CHr 2 2 1 



1437 HjCich^o-^-ch^ 2 2 1 



1438 k,cch 2 -4 >-CH r 2 2 1 



1439 (KiC) 2 chh( VcHr 2 2 1 



1440 h,c(ch 2 ) 2 o-^-ch 2 - 2 2 1 



1441 H 3 CS-h^~^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH 2 -^C-0 
H 2 N 



Br 



CHf\ ^-OCH 2 Cl-b 



-CHr-N-c 



H 2 N 



CI 



-CH 2 -^C-H0 
H 2 N 



CI 



H 2 N 



CI 



-CH 2 -N-C- 




.Br 



Br 



-CH 2 -N-C^0 



H->N 



-CH 2 -N-C-H0 
H 2 N 



Br 



Br 



H 2 N 



WO 01/10439 



PCT/JPOO/05260 



1 5 1 



Table 1.132 



R 1 

Compd. V (C H 2 ) r k m n ch i ra |j ty R 3 
No. Pr 



-p6 



"(CH 2 ) F f-(CH 2 ) ? -G-R 
R 5 



1442 HjCCh^ >-ch 2 - 2 2 1 



1443 (HjChCH— ^ >-CHr 2 2 1 



1444 h,c(ch 2 ) 2 o-Q-ch 2 - 2 2 1 



1445 KjCCh^ >-ch 2 - 2 2 1 



1446 (HbChCH-^ )-OAr- 2 2 1. 



1447 ^c<ch 2 ) 2 o-^~)-ch 2 - 2 2 1 



ch 2 - 2 2 1 



1 448 H 3 C 



1449 HjCCH^ >-ch 2 - 2 2 1 



H 



H 



H 



H 



cHr (Z^~ cHiCHj 

o ,° 
- CH2 -^hQ 

^CHr(]^~CH2CH) 



-CH^-N-C 



CHr<Q-cH(aH 3 h 

Br 



CH 2" < (3~ 0(CH2)2CHj 

O /* 

CH 2 -\>-SCHj 



9 

-CH 2 -N"C- 



1450 (KiChCr+n^^cHr 2 2 1 



1451 (h 3 cch 2 ) 2 n^Q-ch ; - 2 2 1 



HO 



1452 h 3 cohQ-ch 2 - 



2 2 1 



H 



H 



H 



WO 01/10439 
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Table 1.133 



k m n chirality R 3 



1453 ^c<ch,),o-^ V-cm 2 - 2 2 1 



1454 H)CCHjO-^-cH r 2 2 1 



1455 



1456 



H 3 cq 



CH, 



2 2 1 



2 2 1 




1457 (Ch 3 ) 2 n-hQ~ch 2 - 2 2 1 



1458 H^rv-cH 2 - 2 2 1 



1459 (h 3 C) 2 n-^~^-ch 2 - 2 2 1 



H 3 CO 

1460 HC ^Q-CH 2 - 2 2 1 



1461 



H 3 CQ_ 
HO ~\~)~ 



CH 2 - 



2 2 1 



Hjcq 

1462 /=\ 221 



H0 ~O~ CH2_ 



1463 CK >-CH 2 - 2 1 1 



H 



H 



H 



H 



"(CHa^CH^G-R 6 



9 



PP3 



-CH 2 -^C-^J 
H 2 N 

-CH 2 -N-C-^J 
H,N 



-CH 2 -N- 



H 2 N 




-CH 2 -N-C-0 



Br 



Br 



-cht-n-c- 



OH 



£F 3 



WO 01/10439 
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Table 1.134 



Compd. R V(CH 2 ) r 
No. FT 1 



k m n chirality R 3 



"(CH 2 )p£-(CH 2 )5-G-R 6 
R 5 



1473 



1474 



1464 Ch\ >-CH 2 - 2 1 



1 465 c> ~0- 



CH 2 - 2 1 



1466 CM^-CH 2 - 2 1 



1467 CK >-CH 2 - 2 1 



1468 CK /)-CH 2 - 2 1 



1469 Cl-^~^-CH 2 - 2 1 



1470 a-\ }-CH 2 - 2 1 



1471 0-4^-CHjr 2 1 



1472 fCcH 2 - 1 2 0 R 

s 



3 \^-CH 2 - 12 0 R 



Q 



CH 2 - 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



PCF. 



- C H 2 -J*C-{J 
- C H 2 -||C-^J> 



F 3 C 



-CH 2 -£hO 



Br 



CI 



-ch 2 -£K> 



-CH 2 -N-0 



,NQ 2 



P F 3 



F 




-CH,-N-C-(\ >"F 

H ^-^ 



_ C H 2 -^c^) 



9 

-CHj-N-C 



CHa 



0 CFa 
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Table 1.135 



C NcT" R2/~ (CH2) i~ k m n chirality R 3 



1475 V 



1476 



1477 



1480 



I • 



F >"CH r 



1478 BrXA^o 

,CH 3 

1479 HjC-^~Y-CH 2 - 

CH 3 



CH, 




,CH 3 

1481 H 3C~i >" CH 2- 
H 3 C 



1482 VVcH 2 - 
s 

1 483 3 TV-CH a - 

1484 cr-Cr^"*- 

1 485 H 3 C-H^-CH 3 - 



2 0 R 



2 0 . R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



B 4 

-(CH 2 fc-HCH 2 )5-G-R 6 
R 



9 



CF, 



- CH2 -Jt c " W 



- CH *-|T C <5 

M CF3 

9 w CF3 

-CH^C-hQ 



9 



-CH 



-CH 2 — N-C- 



ek5 

-CH^~-C-{3 



9 

-CH z -NhC 



.CF 3 



-CH^C-CJ 
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Table 1.136 



c °No pd ' r2^" (CH2 ^ k m n chirali, y 



R 3 



"(CH 2 );rf7(CH 2 fcrG-R fc 
R 



1486 H 3 C-\J-CH 2 - 12 0 R 



1487 h 3 c-<\ >-CHr 12 0 R 



1488 h 3 c-\ j>-CH 2 - 12 0 R 



H 



2 

-c- 

H 5 N 




-CH 2 -N-C^0 



OCH 3 



CI 



H 2 N CI 
-CHj-N-C-k] 



1489 H 3 C 



-0~ CHjr 



12 0 R 



-CH 2 -N-C-<> 



1490 H 3 c-\ >-CH 2 - 12 0 R 



CH 3 



1491 h 3 c-{~)- 



ch 2 - 1. 2 0 R 



NH, 



-CH 2 -N-C 



-<3 



1492 h 3 c-\ )-ch 2 - 12 0 R 



N0 2 



1493 



1494 



1495 



1496 



✓H3 

£ >~CH 2 - 
CH 3 

:h 3 

^-CH 2 - 
CH 3 

;h 3 

-CH 2 - 

CH 3 
CH 3 

CH 3 




1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



9 X 



-a 



-CH^C^ 

H 3 C 
H 3 C 
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Table 1.137 



Hnmnd 
No. 



R 
R 



■z/ k^" >2ii k m n cniranty H" 



f ? 4 

i^H 2 )p-f-(c;H 2 ^-u-H c 

R 5 



1497 



1498 



1499 



1500 



1501 



1502 



1503 



PH 3 

CH 3 
CH 3 

CH 2 - 
CH 3 



CH 3 



CH 3 
CH 3 

• CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 

:h 3 

-CH 2 - 
CH 3 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1504 h 2 n-^Jhch 2 - 12 0 R 

1505 0~ CHr 12 0 R 



1506 CJ-\)-CH r 2 1 1 



H 



H 



H 



H 



H 



H 



H 



9 ? H3 

H H 3 CTT v ch 3 
CH 3 



-ch 2 -^c~<3 

H 

-CH 2 -N-C-<] 



9 CH 3 
-CH 2 -H-C-<\ 



-CH 2 -(^C-<> 
H V 

-CH 2 -NFC-h^-F 
F 

O / 0CHF ^ 
_C H;r -N-i-Q 



9 



-CH 2 -N-C 



.CF, 



.CF, 



-CH 2 -N- C -^J 



1507 CH< >-CH 2 - 2 1 1 



H 



-CH a -N-C 



H 2 N 
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Table 1.138 



Compd. R V(CH 2 ) r k m n chirality 
No. Fr 



R 3 



(CHa^tCH^G-R 
R 5 



-q6 



1508 <>-hQ-ch 2 - 2 1 1 



H 



-CH 2 -N-CH^- 




9 /- 



1509 0\ >~CH 2 - 2 1 1 



-CHj-N-C 




1510 Ch-4 >"CH 2 - 2 1 1 



H 



-CH a -N-C-^J 



1511 Cr-Q-CH 2 - 2 1 1 



H 



9 

-CH 2 -N-C-fJ 



1512 



CH 2 - 2 1 1 



1513 Q-i >-CH 2 - 2 1 1 



1514 (HjCchjJjN-^-ch,- 2 2 1 



1515 



H 3 CO-^^-CH 2 - 



2 2 1 



1516 (h 5 cch,),n-^-chj- 2 2 1 




1517 H 3 C^<>CH 2 - 2 2 1 



HQ 



1518 HaCO-Q-CH r 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



CI 



° > 



H 2 N 




.CI 



CI 



-CH 2 -^C-0 
H 2 N 



-CH^N-C-^J 
H,N 



-CH 2 -N-C-0 
H,N 



Br 



-CHj-M-C- 



_/ 0H 

cHr^_y-ocHj 



WO 01/10439 
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Table 1.13 9 



C °No Pd ' n^ (CH2) r k m n chirality " R' - (C h 2) _|_ (CH2) _ g _ R 6 

; r 3 



1519 H 3 CC^>CH 2 - ^ 2 1 



1520 Br-4 >-CH 2 - 12 0 R 



H 



"CHr-N-C-iJ 



OH 



9 



Br 



- C H 2 -J*Ch(J 



1521 h 3 co-\^-ch 2 - 12 0 R 



H 



? 



-CH 2 -fvf-C- 



.Br 



1522 



CH 2" 12 0 R 



H 



Br 



1523 



H 3 




H 3 CO"~"^. ff~ CH2"" 



12 0 R 



H 



.Br 



-ch 2 -n-oh(J 



H 3 CO 

1524 r=\ .„„ 12 0 R 



ho-hQ>-CH 2 - 1 



H 



Br 



1525 B1-4 >-ch 2 - 12 0 R 



H 



1 526 H 3 co-^^-CH 2 - 12 0 R 



H 



-CH 2 -M-C- 



PCF 3 



1527 F^~)~ CH *~ 12 0 R 
o 



H 



-CH 2 -N-C- 



PCF 3 



H 3 cq 

1528 u ^h„, 1 2 0 R 



H 3 CCh-4>-CH 2 - 



H 



9 M 

-CH 2 -M-C- 



H 3 CO 

1529 . ho-^-OV 1 2 0 R 



9 

-CH 2 -M-C 
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Table 1.140 



Compd. R ^ (CH2)r k m n chira | ily * R 3 - (CH2) J 7{CH2) - G - R 6 
No. R 



1 530 Br-^^-CH 2 - 



1531 H 3 CO-\>-CH 2 - 



1532 <jr\ //~ CH *~ 



H 3 CO_ 

1 533 h : co-Qh-ch 2 - 

H 3 cq 

1534 ho-Qkch 2 - 



1 535 b^-Q>-ch 2 - 

1 536 h 3 ccmQ-ch 2 - 



1537 ^ CH 2~ 



H 3 CO_ 

1538 H 3 CO-^-CH 2 - 

H,cq 

1 539 HO-Q^-CH 2 - 



1 540 B| -\i 



CH,- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



-CH 2 -N-C 



9 /- 




"CH 2 -N-C-0 



P F 3 



.CF 2 



9 X 



P F 3 



-CH 2 -N-C-0> 

9 /= 



F 

P F 3 




F 

,CF 3 



_ C H 2 -N-C-^ 



-CH 2 -^C-^J-F 



-CH, 



CF 3 
F 



-CH 2 -N-C-(J-I 



,CF 3 



-CH 2 -N-C-^J-F 



9 /= 



P F 3 



_CH 2 -N-C-^J-F 



-CH 2 -M-C-<^F 
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Table 1.141 



Compd. R 'V(CH^ ; - 
NO. 



? 4 

R 5 



1542 



1541 H 3 CO-^ >~ch 2 - 12 0 R 



p^)~CH 2 - 12 0 R 



H 



H 



-CH 2 -N-C -\_^-F 
F 



9 



CF, 



-CH 2 -N-C-A />-F 




1543 



1544 



1545 



H 3 C(D 

h 3 cohQ^c ; 



_ 1 2 0 R 

i 2 



H 3 C 




HO-4 J-CH 2 - 



1 2 0 R 



1 2 0 R 



1546 HaCO-^VcH?- 12 0 R 



F F 



Br 




1547 H 3 C0-< >-CH 2 - 

Br 



1 2 0 R 



1548 H 3 c-< )-CHr 12 0 R 



1549 h 3 c-^~^-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



-CHj-N-C-^-F 

9 



-CH,-N-C-H0-| 



F 

CF 3 
F 

F 



-° H «-ir o -0 



CF 3 



H \=/ 



H \=/ 
*3 



-CH 2 -N-0-< 



£ CH=C(CH 3 ) 2 
-CH 2 -f^C-<f 

h rc 



H 3 C 



~CH 3 



1550 h 3 c-^~^ch 2 - 12 0 R 



H 



-oh ? -^o--^j> h 3 co 



CI 



1551 H 3 c-4 >-CH r 12 0 R 



H 



-CH 2 -^C 



N(CH2CH 2 OH)2 
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Table 1.142 



Compd. ^^>-( C H 2 ) r k m n chirality R 3 



1552 h 3 c-Q-ch 2 - 1 2 0 



H 



(CHa^CH^G-R 1 



-d6 



-CH ? 



1553 h 3 (K)-ch 2 - 1 2 0 R 



H 



1554 H3C-O-CH2- 12 0 R 



1555 * 3 c-\}-CHr 1 2 0 R 



1556 HjC-O-CHj- 1 2 0 R 



1557 H 3 c-^/-CHr 12 0 R 



1558 H 3 C-(~}-CH 2 - 12 0 R 

1559 H 3 C-Q-CH 2 - 12 0 R 



1560 h 3 c-( )-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



9 

-CH 2 -N-C 

H ^ 

H 3 C 

H 3 C 
H 3 C 



-CH 



CH 3 



- ff _^r C(CH3)3 



H ■ N* N 



H 3 C 



-CH 2 -^C-^^M 



NT 



1561 h 3 c-0- ch 2" 1 2 0 R 



1562 H 3 C-Q-CH r 1 2 0 R 



H 



H 



-cH 2 -ttc-<q:-3 

CH 3 

-CH 2 -{*C^_^ 

0 2 N 0CH 3 



WO 01/10439 PCT/JP00/05260 
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Table 1.143 

nT* p^" (CH2) " k m n chiralit V R3 -(C^^CH^G-R 6 



1563 h 3 c-^~^-ch 2 - 12 0 R 



1572 



1571 h 3 csh£^-ch 2 - 2 2 1 



1564 H 3 C-^ >-CH 2 - 1 2 0 R H 



CH 3 



CI 



HN 



<^CH 2 - 12 0 R H ~ CH 2~^C-^)-C 

M 3 co 
9 /=x 



CH 3 H3CO 
CH 3 



1566 A^-CH 2 - '1 2 0 R H ~ CH 2 - {t C- Q 

CH 3 0 2 N OCH 3 



CH 3 ■ ^ 



1567 ^/-CH 2 - 1 2 0 R H »4 n 



CI 



CH 3 

PH 3 ? _ 



1568 S^- CH 2- 1 2 0 R H 

CH 3 

PH 3 

1569 0~ CH 2- 12 0 R 

CH 3 



a 

0 



9 a 

1570 H 3 CS-6 j>-CH 2 - 2 2 1 H -CH 2 -N-C- 



H 

H,N 




»H /-V 



CAO-<»r 2 2 1 - H -CH^l^ 



1573 v »0-l0r 2 2 1 - H _ CH 



CH 2 - 

H \=/ 
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Table 1.144 



Compd. R V (CH2)j _ k m n chirality R 3 -(CH 2 Jf-i 
No. R " 5 



-d6 



(CHs^CH^G-R 1 
R 5 



1574 h.^O-n-c-O-ch,- 2 ' 2 



1575 c-Q^LQkch,- 2 2 1 



1576 <>2-<>ch 2 - 2 2 



1577 Ho<c>v r N-c-£^-Qv 2 2 1 



1578 "^tQ-^- 2 2 1 



CH 3 

1579 (j-N-^HQ-cH,- 2 2 



1580 Q-^c-hQ-ch,- 2 2 1 



1581 a-\J-CH r 2 2 1 



1 582 ci-^-CH 2 - 2 2 1 



1583 C 



CH 2 - 12 0 R 



1584 a-\J-CHr 1 2 0 R 



H 



H 



H 



H 



H 



-CH 2 



-CH 2 -rj-C-^ 
-CHj-N-C-^ 



,CF 3 



-CH 2 -M-C-^ 



o o 



-CH2-N-C 



OO^CH, 

o o 



H 2 N 

~CH 2 -^C-h0 



PCF 3 



H 2 N 
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WO 01/1043!) 



PCT/JP00/05260 



1 6 5 



Table 1.146 



C °No d ' R2>' (CH2,r k m n Chirali,y RJ -(CHaJpl^^H^G-R 6 



CH 3 



1596 ?vf~ CH r 

CH, 
CH 3 

1 597 |Q- CH *- 

CH 3 
CH 3 

1598 6Y" CH 2- 

CH 3 
CH 3 

1599 |Q- CH 2- 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1600 O-C >-CH 2 - 2 2 1 



1601 a-i)-CH 2 - 2 2 1 



1602 ci-^~)-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



9 n-( CH3 



9 




,CF 3 



H,N 



~CH 2 -rshC-f > 



H >= / 
H 2 N 



1603 CK-( >-ch 2 - 2 2 1 



1604 ci-Q^CH 2 - 2 2 1 



H 



-CH 2 - 



-CH,-N-C-£5 



1 605 O-^O - 



CH 2 - 2 2 1 



-CH 2 - 



O / CHa 

sk5 



1606 CK-^-CH r 12 0 R 



H 



9 ^ SCF3 

-CH 2 -N-C-/) 



WO 01/10439 



Table 1.147 



PCT/JPOO/05260 



16 6 



NcT R 



-■•■r- 2/ ^-^n 2 ;- k m n cniraiuy hr 



1607 H 3 C-<Q-CH 2 - 12 0 R 



1608 



-ch 2 - 12 0 R 



CH 3 

1609 ci-^^CH 2 - 2 2 1 



CF 3 



1610 ^lOHr 2 2 1 



1611 c^l{> 



1612 H^COtCWrfr-N'C-^-CH,- 2 2 1 



CH 3 



1613 ^o^.Uy^- 2 2 1 



1614 F3CS-4 >-CH 2 - 12 0 R 



1615 F 3 CS-< >-CH r 2 2 1 



1616 F3CS-^^-CH 2 - 2 2 1 

1617 F*CS-Q-CH r 2 2 1 



H 



H 



H 



H 



R 5 



-ch 2 - 



rk5 



,scf 3 



9 A-< £ 



,SCF 3 



.SCF, 



,CF 3 



9 



-CH 2 -N-C- 



._ CHr .N. c _^ 



-CH 



9 



P?3 



-CH 2 



9 



-CH 2 -N-G 




-CH 2 -N-C-< x ) 



CI 



Br 



H >==/ 



HUN 
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Table 1.148 



Compd. R V (CH2) k m n chira | ity 
No. Pr 



-(CH 2 )J-( 



- D 6 



-(CHa^CH^G-R 
R 5 



1618 



HO 



h 3 cc-<>ch 2 - 1 2 0 R 



-CH 2 -N-C-h^ 



1 619 h 3 co^-ch 2 - 1 2 0 R 



_ C H 2 -N-C-^ 



PCF, 



1621 



HQ 



1520 h 3 COhQ-CH 2 - 1 2 0 R 



H 3 CO^^-CH 2 - 



12 0 R 



-CHj-^C-f > 



P F 3 



H \=< 
F 



9 CF 3 



1 622 ^cohO-ch,- 1 2 ° R 



-CHj-N-C-^-F 



1623 HO-hQ^-CH 2 - 12 0 R 



H 



-CH 2 



1624 



CH 2 - 12 0 R 



_ CH2 -n-c-<J 



1625 ho-{ >-CH 2 - 12 0 R 



-CH,-N-C-f > 



CF 3 



H \=< 
F 



1626 hohQkch 2 - 12 0 R 



-CH 2 -N-C-h^J-F 



1627 



hcm^^-ch 2 - 12 0 R 



1628 H 3 cs-4 >-CH r 12 0 R 



H 



.CF 3 



~ CH2 ~H C ~C=^~' 
F 



WO 01/10439 



Table 1.149 



PCT/JP00/05260 



1 6 8 



Corned. ^ V/ru \. 
No. R^ ^ 



k nl ii ufrifciiiiy 



R 



1633 



1637 



1638 



1639 



1629 HfiSr-iJ-CHi- 12 0 R 



1630 rV"CH 2 - 12 0 R 

0 



1631 HjNCHj-^ >-ch 2 - 12 0 R 



1632 CF3 _^_ch 2 - 1 2 0 R 



H3C 



NO 



:-^J-ch 2 - 



12 0 R 



1634 (HjCfeCHH >-CH r 12 0 R 



1635 HjO-t >-CH 2 - 12 0 R 



1636 H 3 c-( >-CH 2 - 12 0 R 



CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH, 



9 W CF3 



P F 3 



PF3 



-CH 2 - 



9 



-CH 2 - N- 0-^3" C(C H 3 ) 3 

H 3 C CH 3 

9H3QX 
-CH 2 -N-C-^li^ 

-CH 2 -N-C-Q>-(CH 2 ) 4 CH 3 



H -CH 2 -N-C-^-0(CH 2 ) 3 CH, 
H -CHj-J^C-fJ-j^-C-OCHjCHj 



WO 01/10439 



Table 1.150 



PCT/J POO/05260 



16 9 



Compd. R >(CH 2 ) r k m n chirality 
No. Fr 



R 3 ~(CH 2 )i(CH 2 )5-G-R 6 



1640 



1641 



1642 



1643 



1644 



1645 



1646 




pH 3 
-CH 2 - 

CH 5 
CH 3 

-CH 2 - 
CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 



CH 3 

CH 3 
CH 3 



CH 3 
CH 3 



CH 3 
^0"CH 2 - 



CH 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



-CH^^CH^-N-(CH 2 )3CH3 



-CH 2 - N-C-(_)- OC F 2 C HC IF 



2 H V_/ 



-ch 2 -n-o 



9 

-CH 2 -N-C- 



9 



- cH *-it c - w 



.Cf=3 



1647 H,c(»y 3 -(3-CH2- 2 2 1 



1648 h^ch^-hQhch,- 12 0 R 



1649 h j c(ch j)2 -Q-ch i - 2 2 1 



1650 h^ich^-hQhch,- .12 0 R 



-CH.-M-C^J 



-CH 2 -N-C- 



-CHr»o-(_> 
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Table 1.151 



Compd. R S-(CH,)r 
No. FT 



le m n nhiralih/ 

— m 



D3 



r 



i i c 
R 



1651 HjCWj-Q-ch,- 2 2 1 



1652 HjCtoy^-^-cH,- 2 2 1 



1653 H3C(CH2) 2 -< >-ch 2 - 2 2 1 



1654 H,c(CH 2 )f-(^)-cH 2 - 2 2 1 



1655 HjCTO^-Q-ch,- 2 2 1 



1656 h^-O-ch,- 2 2 1 



1657 h 3 C(Ch 2 ) 2 --{^ch 2 - 2 2 1 



1658 HjCcc^jj-^^-CHj- 2 2 1 



1 659 Cl "^}- 



1660 Bi 



1661 b, 



CH 2 - 2 2 1 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



^CHrQ-ICH^CHb 

.Br 



-CH 2 - 



H 2 N . 



? 




.Br 



- C H 2 -N-CH^ 
H 2 N 
o P 

CI 



-CH 2 -N-C~^ 



H 2 N 




o P 



H 2 N 

-CH 2 -J-Q 
H 2 N CI 

-CH 2 -N-C-<J 
H 2 N 



-CH 2 -^C-0 
H 2 N 



OCF 3 
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Table 1.152 



Compd. R S-(CH 2 ) r k m n chirality 
No. R 2 



"(CH 2 )i(CH 2 ^G-R 6 
R 5 



1662 8r-\ >-CH 2 - 12 0 R 



1663 BrnQ^CH 2 - 12 0 R 



1664 h 3 csh( >-ch 2 - 2 2 1 



1665 H 3 CS-^jKCH 2 - 2 2 1 



1666 H3CS-4 }-OH r 2 2 1 



1667 k,cch 2 -4 >-ch 2 - 2 2 1 



1668 h,cch 2 -Q^ch 2 - 2 2 1 



1669 h^ch,-^ \-ch 2 - 2 2 1 



1670 ^cch 2 -hT/-ch 2 - 2 2 1 



1671 HjCCH^ Vch 2 - 2 2 1 



1672 b,cch 2 -< Vch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 




~CH 2 -N-CHf Vf 
H 2 N 



-CH^n-c-^J 
H 2 N 



,CF 3 



_ CH2 _Jh0 

• H 2 N 

-CH 2 -N-C-^J 
H 2 N 

H 2 N 

h cr^ Br 

-CH 2 -N-C-H^-F 

H 2 N . 

H 2 N 



-CH 



H 2 N 



9 

" CH2 "|t c "W 

H 2 N 



P F 3 



H >=/ 
H 3 N 
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Table 1.153 



C °NT d " R^ i0Hz} ~ k m n chirality R 3 



4 



-06 



(CH 2 )^ 7 (CH 2 ^G-R 



1673 H3CCh 2 -^Q-ch 2 - 2 2 1 



-CH 2 



1674 



CH 2 - 2 2 1 



H 



-CH 2 -j^C-fj[ 



Br 



1675 phQ^- 



CH 2 - 2 2 1 



H 



H 2 N 



1676 K>-CH r 2 2 1 



1677 



1678 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



-CH 2 -fshC-f X ) 
H )=/ 

H 2 N 



.Br 



-CH 2 ~|vf-C-0 
H 2 N 



9 



: j 



-CH 2 -rvhC-/^ 
h )=/ 



1679 



1680 



1681 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



-ch 2 -Jh0 

H 2 N . 



CI 



_ CH2 _^?^0 
H 2 N 



PCF 3 



P F 3 



1682 P-(^}~CH 2 - 2 2 1 



Br 



H H * W 



-CH ? -(tC-/~Vci 



1683 



0-sk>*>- 2 2 1 



H 



9 ^ B < 



-CH 2T C-^X 



Br 
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Table 1.154 



Compd. R V (CH v_ k m n chirality ' R 3 
No. Pr ' 



R 4 

-(CH 2 )^4-(CH 2 )5-G-R 6 
R b 



1684 O-Jt^O" 0 "'- 2 2 1 



1685 Q-^-O^- 2 2 1 



1686 O-JT^O -0 "'- 2 2 1 



1687 <Q^-n-&-(^-ch,- 2 2 1 



1688 Q^^KD -0 " 1 " 2 2 1 



1689 Otr^-O-^- 2 2 1 



1690 OS^O -0 *" 2 2 1 



1691 Q^H!>av 2 2 1 



CHj 

1692 h 3 c-T1ch 2 - 1 2 0 R 



1693 



,CH 3 



H 3 C-^_y-CH 2 - 



12 0 R 



1694 12 0 R 



H3c ~0" cHj " 1 



H 



H 



-CH 2 -N-C-^-F 
H 2 N 

-CH 2 -N-C-Q 



H,N 



_ CH2 _n. c _0 

H 2 N 

-CH 2 -W-CH0 



-CH 2 -M-C- 




H 2 N 



_ CH _^ c ^p 

H 2 N 



,CF 3 



-CH 2 -N-C-0 
H 2 N 



.8r 



-CH 2 -M-C-^J-Ci 



-CH 2 -N-C-f I 



H 2 N 

-CHo-I^C-f ? 



H )==/ 
H 2 N 
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Table 1.155 



Compd. RS_(CH 2 )- k m n chirality R 3 -(CH 2 )^ 

No. H ^ 



-(CHs^CCH^G-R 6 



,CH 3 

1695 H ,C-r>CH 2 - 1 2 0 R 



1696 



1697 



1698 



1699 



,CH 3 



HjC-h^-CHj- 

,CH 3 
H 3 C-Q>-CH 2 - 

CH 3 

H 3 C_< 0~ CH2 " 



,CH 3 



CH, 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



H 



H 



H 



H 



lei 



8r 



H 2 N 



H 2 N 



Pi 



H 3 N 



OCF 3 



-CH,-M-C-f ? 



P F 3 



H )=/ 
H 2 N 



1700 



CH 3 



CH 2 - 



12 0 R 



1701 HjC^h-T'Vchj- 12 0 R 



1702 H 3 CO-Q-CH 2 - 12 0 R 



1703 <^y~ CHi ~ 12 0 R 



1704 HO-{~)-CH 2 - 12 0 R 



1705 c ,.rW 1 2 0 R 



H 



H 



H 



H 



9 /-< Bf 

-CH.-N-C-^} 
H,N ' 



? 



■ CH2 ~!t c " >=/ 

H 2 N 




.CF 3 



9 



-CH 2 -N-C-0 




.CF 3 



H,N 



9 

-CH 2 -N-C- 



H 2 N 

^ CFs 

-CH.-M-C-f > 



H )=/ 
H 2 N 
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Table 1.156 



Co N ^ pd - ^2>( CH 2)r k m n chirality R 3 



-(C^J^-j-fCH^G-R 6 
R 5 



1706 



CH 2 - 12 0 R 



1707 h 3 cs-^-CH 2 - 12 0 R 



1708 HjCCHj-hC >-CHj- 12 0 R 



1709 (HiChCH-^-CHr 12 0 R 



1710 Br-0-CH 2 - 12 0 R 
H 3 C 



CH 3 



1711 



CH 2 - 



12 0 R 



H3CCH2Q 

1712 HO ^y 0Hr 1 2 0 R 



H 



H 



H 



-CH 2 -l*C-<f~i 



H )=/ 
H 2 N 



-CH 



.CPs 



P|f t0 

H 2 N 



-CH^N-C-p 
H 2 N 

-CHj-N-C^J 
H,N 



-CHjr- N-C- 



-CH 2 -N-C- 



9 

-CH 2 -N-C- 



H 3 C 

1713 H*h(>CH 2 - 



1714 H 3 CO-{~VcH 2 - 
HO 



1715 




CH 2 - 



12 0 R 



12 0 R 



12 0 R 



H 



H 



3 

-CHf-M-C-Q 

- CH *-{t c -0 



1716 




ch 2 120 R 



H 



-CH,-N.C-(J> 
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Table 1.157 



C °No Pd ' r^ (CH2) T k m n chirality > _ {CH2) _|_ (CH2) _ G - R 6 
_L 

1717 H ,C^0-CH 2 - 1 2 0 R H -CHrtji^ 



1720 



1723 



1724 



•1718 fVcH,- 1 2 0 R H 9 ' 3 



1719 ^ff" 0 ^" 1 2 0 R h 



1 2 ° R H 



CH 3 



1721 k>cch 2 -\ }-CH r 12 0 R 



1722 



H 3 C-Q-CH r 1 2 0 R H -CH.-M-C-Q 

. F 

M CH3 9 ^ 

:-</-CH 2 - 1 2 0 R H _ C h 2 ^^-^^Q 



1725 H 3 C-^ >-CH 2 - 12 0 R 

H 3 C 

1726 ^cc^-hTVch^ 1 2 0 R H 



3 



p 

H3CO-C _ CF 3 



*_M CF ' 



H \=( 
F 



^)- CH2 - 1 2 0 R H _ch 2 -^ch0 

-F 

(^h 0 ^ 1 2 0 R h >ch 2 -n-?-M 



H \==( 
F 



-CH 2 -M-C-h^-F 

1727 ^p-CHr 1 2 0 R H -ch,-^-^ 



WO 01/10439 



PCT/J POO/05260 



1 7 7 

Table 1.158 



Compd. R S_ (CH v_ 
No. FT 21 


k m 


. n 


chirality 


R 3 


-(CH 2 )p^-(CH 2 )5-G-R 6 
R 5 


1 728 r^~~)- CH 2" 


1 2 


0 


R 


H 


-CHa-N-C-^J-F 


CH 3 

1729 H 3 C-Q-CH 2 - 


1 2 


0 


R 


H 


" CH *"tf c "\=/~ F 


1730 ^XrQ 


1 2 


0 


R 


H 




1731 ^^XXj-Wr 

H 


1 2 


0 


R 


H 




1 732 HOCHj— £~^-CH r 


1 2 


0 


R 


H 


-CH,-[J-C-Q 


1 733 f^D -0 " 2 " 


1 2 


0 


R 


H 


-CH 2 -t|C-0- F 
F 


1 734 H 3 CS-^^-CH 2 - 


1 2 


0 


R 


H 


-CHj-N-C-O-F 
F 


1735 HjCCHj-^^-CHj- . 


1 2 


0 


R 


H 


-CH 2 -N-C-0- F 
F 


1736 ^^~ CH 2~ 


1 2 


0 


R 


H 


-CH 2 -N-C-0-F 
F 


,CH 3 

1 737 h,chQ-CH 2 - 


1 2 


0 


R 


H 


9 _, CF ' 

-CH 2 -^c-Q-f 

F 


CHj 

1 738 HjCH^-CH,- 
H 3 C 


1 2 


0 


R 


H 


-CH 2 -N-C-0-F 
F 
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Table 1.159 



CO N m o Pd ' iy {C ^r k 



m n chirality R 3 



-(CH 2 )^|-(CH 2 )5-G-R 6 



1744 



1745 



1747 



1749 



1739 (w:) 2 ch-h( )~cnr 12 0 R 



^)-CH 2 - 



1740 



1741 HjCS-4 >-CB 



1742 HjCCHj-4 ^-ch 2 - 



1743 <^}~ CH2 - 



,CH 3 

/=^ CH3 
h 3 chTj-ch 2 - 

H 3 C 



1 746 (HjChCH-^^-CHr 



1748 h,cch 2 -^-ch 2 - 



H 3 C_ 0~ CH2 " 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



F 



-CH 2 -N-C-<0-l 
F 



Br 



-CH, 



" CH2 ~K" C " W 



-CH 2 -N-C-^ 



? 



-CH 2 -^C- w 



.Br 



-CHi-N-O 



-CH 2 



9 

-CH 2 -N-D 



.Br 



Br 



Br 



H 2 N 



Br 



-CH; 



H 2 N • 



-CH 2 ~j|C-0 
H 2 N 
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Table 1.160 



Compd. R V(CH 2 ) r 
No. R 2/ 2>i 



S k m n chirality R 3 



1750 



"(CH 2 )p-|-(CH 2 ^G-R 6 
R s 



CH2_ 1 2 ° R H -C» 2 -M 



OCF-, 



H W/ 



1751 h 3 CS-\ >-CH 2 - 1 2 0 R 



H 



9 



-CH 2 -N-C 



PCF 3 



1752 h 5 cch 2 ^Qhch 2 - 12 0 R 



H 



OCF 3 



1753 ^J^ CH ^ 12 0 R 



H 



-CH 



CH 3 

1754 H3C-TW 1 2 0 R 



PH 3 




1755 h 3 c-^ >-CH 2 - 12 0 R 

H 3 C 



H 



H 



-CH 2 -N-c-Y~i 



0CF3 



f? W 0CF3 

-CH 2 -N-fW> 



H \=/ 



1756 (KiC) 2 cr-\ /-CHr 1-20- R 



1757 



1758 



Br Br 

Br Br 
Br Br 
H 3 CCMTVcH r 
BrBr 



12 0 R 



12 0 R 



1759 h 3 c-{ >-CH 2 - 1 2 0 R 



1760 h 3 chQkch 2 - 12 0 R 



H 



H 



H 



-CH 



pCF 3 



_ C H 2 - K -t-^ 



OHjCH, 

- CH,- hj-c-^y- OC K, 
Q 

CF,CHCIF 
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Table 1.161 



Compel. ^>(CH 2 ) r k m n chirality ' R 3 

NO. R 



R 4 

"(CH 2 ) F |-(CH 2 )q-G-R 6 



1761 h 3 c-4 h-CH-r 12 0 R 



9 

-CHr-^C 



O 

HN-C-I 



CI 



1762 



CH, 



CH r 1 2 0 R 



CHn 



H 



HN 



1763 



CH 2 - 2 2 0 



H 



-CH 2 -NHC 



OCH 2 CH 3 



1764 0~ CHr 2 2 0 



-CH 2 CH 2 -^C 



Q OCH 2 CH 3 



1765 0~CH 2 - 2 2 0 



1766 



o 



CH 2 - 2 2 0 



CH2CH(CH 3 ) 2 



US 



OCHjCHj 



OCH 2 CH 3 



-CH-N-C- x , 
I H \=/ 

CH 2 CH(CH3) 2 



1767 a-t /VcH r 1 3 1 



OCH 2 CH 3 



- cH ^ir c - w 



1768 CK V hcH 2 - 1 3 1 



^ /)CH 2 CH 3 



-CH 2 CH2-N-< 



1769 



1770 



1771 



CH 3 

CH 3 
CH 3 
CH 2 - 

CH 3 
CH 3 

CH 3 



O-CHCFaO 
F 



CH< 



1 2 0 R 



1 2 0 R 



12 0 R 



H 



HN-C- 

-CHj-N-C ci 



4-6 



(H 3 CbC-<j;H-N-^ 
H 3 C M O 
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Table 1.163 



18 2 



R 1 R 4 
C °No d ' R 2^ (CH2) r k m n chirality - (C h 2 )^(CH 2 ^G-R 6 



1783 nc-4>-ch 2 - 2 2 1 



1784 (~)~ CH2 ~ 2 2 1 



1785 ch 3 (ch 2 ) 2 -\ Vch,- 2 2 1 



1786 



ch 2 - 2 2 1 



1 787 CH,<CH 2 ) r -£^-CH 2 - 12 0 R 



CH 3 

1788 H 3 c^ = >-CH jr 2 2 1 



1789 h 3 o 



CHr- 2 2 1 



1790 /-ch^ 1 2 0 S 



1791 Ch^Q-CH^ 1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



CF, 



H 2 N 



H 2 N 



, CF 3 



CF 3 



-CH,-N-D x 
~ H >=/ 
H 2 N 



H 2 N 

9 



^ CF3 

-CH^N-C-^J 
H 2 N 



_ C H 2 _N. c _0 
H 2 N 



pF 3 



-CH 2 -N-C^0 
H 2 N 



_ CH2 _N. C _0 
H 2 N 



-CH 2 -N-C-^0 
H 2 N 



PCF, 



1792 



ch 3 



2 2 1 



H 



-CH 2 -N-C-fj-F 
H 2 N 



a 



1793 



CHj- 



2 2 1 



H 



-CH 2 -J^C-f^-F 
H 2 N 
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Table 1.164 



Compd. " '>(CH 2 )- k m n chirality "R 3 
NO. R 



~(CH 2 )^(CH 2 )q-G-R 6 
R 



1794 h 3 C-4^ch 2 - 2 2 1 



1795 




CH 2 - 



2 2 1 



1796 Br-\ ^CH 2 - 2 2 1 



1797 ho-Q-ch 2 - 2 2 1 



ch 2 - 2 2 1 



1798 h 3 



1799 H20CK-4 /Vcho- 2 2 1 



1800 nc^>ch 2 - 2 2 1 



1801 (~)^ CH 2- 2 2 1 



1802 



1803 



CH 2 - 



H 3 CCH 2 0 
HCM^-CH 2 - 



12 0 R 



12 0 R 



H 3 C 



1804 H 3 c(CH 2 )r-^-CH2- 2 2 1 



H 



H 



H 



H 



H 



-CH 2 -f^C^fj)— F 
H 2 N 



H 2 N 

-CH 2 -N-C-<J-F 
H,N 



-CH 2 -N-C-< / J~F 
H 2 N 

H 2 N 




H 2 N 

-CH 2 -j^C--/J>-F 
H 2 N 

-CH 2 -N-C— f • VP 
H >=/ 
H 2 N 

9 CF 3 
H 2 N 

H-jN 



-CH 2 -N-C-Hy-F 
H 2 N 
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Table 1.165 



1 8 4 



C ™ pd - p3>(CH 2 ) r k m n chirality R 3 



-(CHa^CH^G-R 6 



1805 BrHQ^CH 2 - 

1806 H 3 CCM^^CH 2 - 



H 3 cq 

1807 HO^-CH 2 - 



1815 



H 3 CO^^-CH 2 - 



1808 



1 809 HO-^jh-CH;,- 



1810 cr") ^-^2- 



CH 2 - 



1811 



1812 h 3 cs-4/-ch 2 - 



1813 HjCCHj-^^-CHj- 



1814 <jr^~)-<>*r 



CH 3 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



-CH^C-Q 
-CH 2 -N-C^Q 



-CH, 



-CH, 



-CH 2 -N-C-Q 

-CH 2 -M-C~<Q> 

^-< SCF: 
-CH.-N-C-Q 

-CH 2 -[|C-hQ 
-CH 2 -N-C-Q 
-CH 2 -N-C-Q 

c> A 

-CH 2 -N-C^Q 



SCF 3 



.SCF, 



SCF 3 
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°°No d ' r^" (CH2) '~ k m n chirali, y R 3 



-(CH 2 )r?-( 



ICHj^CH^G-R 6 
R s 



1823 



1824 



1816 (Ch 3 ) 2 ch-{ >CH r 12 0 R 



2 0 R 



1817 (CHj)jCH^-CHj- 



1818 Br-\J-CHi 



1819 H 3 CO-i>-CH 2 - 



H 3 co 

1820 hc^>ch 2 - 



1821 H 3 CO^~)~CH 2 - 

1 822 ho-^-ch 2 - 



1825 h 3 cs-\ j^CH 2 - 



1826 H3CCH 2 --^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f > 



SCF 3 



9 / SCF 3 
-CH 2 -N-C-^ 



-CH 2 ~M-CH^J 



OCHF 2 



-CH 2 -N-C-^ 



PCHF 2 



-CH 2 -^C-^> 



OCHF 2 



sk5 



OCHF 2 



-CH, 



~ CH2 "K" C " W 



9 



OCHF 2 



-CH 



-CH 



OCHF 2 



OCHF 2 



OCHF 2 



- C H 2 -N- C -(3 



OCHFo 
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n* R 
C NT d ' R^" (CH2)r k m n Chirality R3 ~(CH 2 ) ? + 7 (CH 2 )q-G-R 6 



1827 



1828 



1835 



1836 



1837 



R s 



CH 2 - 



CH 3 



CH 3 

1 829 h 3 c-0-ch 2 - 

H3C 

1830 (CH^CH-^-CHjr 



1831 Br-4 />-CH2- 



1832 H 3 CO\ }-CH r 



H 3 cq 

18 33 ho<>ch 2 - 



1834 H 3C0 ^_ CHr 



CH 2 - 



CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



OCHF 2 



OCHF 2 



-CH 2 -N-C-£5 
-CH 2 -N-CHw> 

-ch 2 -n-c-hQ 

-CH 2 -N-C-Q 



9 <X^C(CH 3 ) 3 
-CH 2 -N-C- ' 



? &vC(CH 3 ) 3 
-CH 2 -N-C-<yi 



ff <X^C(CH 3 ) 3 
-CH 2 -N-C^J 



ff 0-^C(CH 3 ) 3 
-CH 2 -N-C-nyf 



Ck-C(CH 3 ) 3 
-CH 2 -N-C-H^J 



ff <X.C(CH 3 ) 3 
-CH 2 -N-C-^J 



-CH 



9 <V^(CH 3 ) 3 



>-rr c -<T 
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1 8 7 



PCT/JPOO/05260 



C No Pd ' R^ (CHz)r k m n Chirality R3 



"(CH^fCH^G-R 6 
R 5 



1838 HjCS-^^-CH,- 1 2 0 R 



9 o,C(CH 3 ) 3 



- C H 2 -N-C^jf 



1839 HjCaW V-chj- 12 0 R 



H 



-CH,-N-C-(\ I 



9 0^-C(CH 3 ) 3 



1840 



ch 2 - ! 2 0 R 



H 



-CH, 



9 oX(CH 3 ) 3 



1841 



CH 3 

H 3 C~\ ^-CH 2 - 



12 0 R 



CH 3 

1842 H 3 c-/^-CH 2 - 12 0 R 
H 3 C 



1843 (CH 3 ) 2 cH-^-cHy- 12 0 R 



H 



H 



9 O^C(CH 3 ) 3 
9 (X^C(CH 3 ) 3 



■ PS 
-CH 2 -N-C-^J 



-CH 2 -N-C-\jf 



9 CX^C(CH 3 ) 3 



1848 



1844 (Cr^c-^ >-ch 2 - 12 0 R 



1845 h 3 cch 2 -{ }-ch 2 - 12 0 R 



1846 h 3 c 
h 3 c 



,CH 3 

;-fj-CH 2 - 



12 0 R 



1847 (CH^c-^-CHr 12 0 R 



H 3 CQ 



hc> -0" ch2 ". 1 



2 0 R 



H 



H 



H 



H 



-CH 2 -N-C- 



. 9 (X^ C (CH 3 ) 3 



CHr^_/-CH,CHj 



9 / SCF 

-CH 2 -N-C^Q 



OCHFj 
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Table 1.16 9 



1 8 8 



C No Pd " r2^" {CH2) ' k m n chiralit y R 3 -(CH 2 Jf-(CH 2 fc-G-R 6 



1849 



1851 



1852 



1853 



1856 



12 0 R 



1850 h 3 cch 2 -( >-ch 2 - 12 0 R 



CH 3 

H 3 C-<0-CH 2 - 



12 0 R 



H 3 




jr-cn 2 12 0 R 



12 0 R 



HO\ />-CH 2 - 



1854 ^~}~ CH 2- 1 



2 0 R 



1855 h 3 cch 2 -Qk-ch 2 - 12 0 R 



H 3 C "A /r CH 



12 0 R 



1857 ^y~ w r 1 



2 0 R 



1858" Br-i }-CH 2 - 12 0 R 



1859 H 3 co-Q>-CH 2 - 12 0 R 



H 



H 



p ' 5 v z'q 

R 

-CH 2 -NhC~f > 



Z H 




-CH 2 -[shCH^ 



O „ 



-CH 2 -^-(3 



-CH 2 -N-C-<^ 



-CH 2 -N-C- w 



0%. 



9 o 



-chjtn-c-0 

H 2 N 



Br 



— CH 2 " 



H 2 N 
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Table 1.170 



^nT^ pi > " (CH2) r k m n chirali, V R 3 -(CH^CH^G-R 6 

i H 

1860 h 3 J^_ch 2 - 1 2 0 R H -CH^t^ 



1863 



1 864 h 3 CS-4>-ch 2 - 12 0 R 



1867 (CHjfeCH-/ )-CH r 1 2 0 R H 




0^~>CH 2 - 1 2 0 R H _ch 2 -^?h0 



8r 



1862 hqh^-ch 2 - 1 2 0 R h ~ CH r$c--0> 



H 2 N 



Br 



0" CH 2- 1 2 0 R 

H 2 N 

-CH 2 -N-C-^J 
H 2 N 

1865 <^y~ CH r 1 2 0 R H ~ CH ^-^ 

/ CH > O fir 

1866 h 3 chT^ch 2 - 1 2 0 R h - CH ^ cH (3 

H 3 C H 2 N 



-CH 2 -N-C-h0 
H 2 N. 

1868 (Ch 3 )3C--^^-ch 2 - 1 2 0 R H ~ CH 2~^ C ~£3 

H 2 N 



1869 Br-^~^-CH 2 - 1 2 0 R H -CH 2 -N-D 




H 2 N 



1870 H 3 coH^^-CH r 12 0 R H -ch 2 -n-c-^^ 

H 2 N 
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1 9 0 



Compd. R >(CH,) r k m n chirality R 3 
No. R 2/ 1 



1871 hc^-ch 2 - 1 2 0 R 



HQ 



1 872 H 3 CO-<Q>-CH 2 - 



12 0 R 



1873 hc-^Q-CHj- 12 0 R 



1874 r^y-CHr 12 0 R 
o 



1875 



ch 2 - 12 0 R 



1876 h 3 cs-(~)-ch 2 - 1 2 0 



1877 H3Cch 2 -hTVch 2 - 12 0 R 



1878 



1879 



p-O -0 " 2 " 12 0 R 



CH 3 

H 3 C-^^-CH 2 - 
H 3 C 



12 0 R 



1880 (CHjjjCH-^-CHr 1 2 0 



1881 (Ch^c-O-chj- 12 0 R 



-(CH 2 )H--(CH 2 krG-R 6 



H 



H 



R s 



-CH 2 -N-C^ = ) 
H 2 N ' 

-CH 2 -N-C-H0 
H 2 N 

-CH 2 -N-C-^J 
H 2 N 



-CH 2 -NhC-H0 
H 2 N 



-CH 2 -N-C-H0 
H 2 N 

-ch 2 -^c-0 

H 2 N 

-CH 2 -N-C-^J 
H 2 N 

-CH 2 -N-C-0 
H 2 N 



-CH 2 -N-C-0 
H 2 N 

-CH 2 -M-C-0 
H 2 N 

-CH 2 -N-C-0 
H 2 N 
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Table 1.172 



C °f£> Pd ' R^ (CH2)i_ k m n Chirali,y ' R3 "(CHaJp-ljfCH^G-R 6 

R 



1882 Br-^_y-CH 2 - 12 0 R H ~ CH 2~^ C ~0 

H 2 N 

1883 h 3 co-^^~ch 2 - 1 2 0 R H -ch 2 -i^c--<0 



1886 hcK >-ch 2 - 12 0 R 



1888 flJ" CHr 1 2 0 R h 



h y=J 



1884 h£^> C h 2 - 1 2 ° R H -"^R^V 

H 2 N 

1885 ^JH-ch,- 1 2 0 R H -ch 2 -n-c- w 

^' H 2 N 




-CH 2 -N-C-f 7 



H )=/ 
H 2 N 



1887 PV/~° H ^ 1 2 0 R H ~ CH ^ c ~^l5 

H 2 N 



N0 2 



H 2 N 

1889 HjCS-^~)-CH 2 - 1 2 0 R H -CH *~|*C-/]j 

9 /-< N02 

1890 HjCCHj-H^-CHj- 1 2 0 R H — ch 2 -n-c— 

1891 P^O -0 "* - 12 0 R H -CH 2"{t c ~0 

CH 3 ff , N0 * 

1892 H3C-0-CH 2 - 1 2 0 R H -ch^c-Q 

H 2 N 
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Table 1.173 



1 9 2 



Compd. R V(CH 2 ): 
No. Fr j 



)p k m n chirality R 3 



R 5 



UM 3 

1893 h 3 c-/^ch 2 - 

H 3 C 



12 0 R 



1894 (ch 3)2 ch-^ 12 0 R 



1895 (ch 3 ) 3 c-^>-ch 2 - 12 0 R 



1896 nco^J-CHr 



1 2 0 R 



1897 H3CS-\ >-CH 2 - 12 0 R 



1898 H3CCH 2 -{ >-ch 2 - 12 0 R 



1899 (ch^ch-^ ycHr- 12 0 R 



H 3 CO 

1900 HO ^y 0H2 - 1 2 0 R 



1901 h^cc^-^-ch,- 12 0 R 



1902 <^y~ CH *' 12 0 R 



1903 (CH 3 ) 2 CH-( Vchj- 2 2 1 



H 



H 



H 



H 



H 



-CH 2 



9 W N ° 2 



- CH 2 - fvhC-f > 



NO 2 



H >=/ 



NO 2 



H 2 N 



_ C H 2 -^c-^} 
H 2 N 



PCF3 



-CH 2 -N-C-H0 
H 2 N 



OCF, 



9 ^ OCF3 



-CH 2 -N-C ^ 
H 2 N ' 




H 2 N 



OCF. 



OCF3 



H 2 N 



PCF, 



-CH2-M-CH0 
H 2 N 



OCF. 



H 2 N 



OCF3 
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19 3 

Table 1.1 7 4 



C °N m o Pd * R2> (CH2) r k m n chiraIit V R 3 -(CH 2 )^(CH 2 )^G-R 6 


o P c ^ 

1904 h^ch^-Q-ch,- 2 2 1 - H ~ CH 2 _ || c ^O 



1905 



H 2 N 

a o ,°cf 3 

c^-CH 2 - 1 2 0 R H -CH 2 -^t-0 



1906 



1909 h 2 c=ch-\ >ch 2 - 1 2 0 R H 



1911 



H 2 N 

OCF, 



cr^)~C"2- 1 2 0 R h -ch 2 -n}-c-h0 

° H,N 

1907 ho-^)kch 2 - 1 2 0 R h ~ ch 2-^c-/3 



; W OCF3 

1908 HjCCh4>-ch 2 - 1 2 0 R h -ch 2 -n-c-^> 



h 2 n 



h y=J 

H 2 N 

-CH 2 -N-C-H^J 
H 2 N 

9 ' OCF3 



1910 Bi-Q-CH r 2 2 1 H - CH 2-||C-^3 



H 2 N 

a -9 / OCF * 

CH ^_CH 2 - 2 2 1= H _CH 2 -j|C-p 

H 2 N 

_ O / 

1912 ho^J-ch 2 - 2 2 1 h -CH 2 -^C-hQ> 



H 2 N 

pCF 3 



H >=/ 
H 2 N 



CH 3 n / 0CF 3 

1913 h 3 c-0-ch 2 - 2 2 1 H -CHa-ltC-O 



3 \_/ 2 H )=/ 

H 2 N 

ff /-< 0CF3 

1914 H3C-^^-CH2- 2 2 1 H - CH 2~N" c ""f3 

H 2 N 
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Table 1.175 



19 4 



Co N m o pd - *^(CH 2 ) r k m n chirality R3 



"(CH 2 ) F ? r (CH 2 ) 5 -G-R 6 



H3CCH2Q 

1915 ho^-ch,- 1 2 0 R 

1916 ho^>ch 2 - 1 2 0 R 



-CH 2 -^C-/~^ 



OCF, 



H )==/ 
H 2 N 



-CH 2 -j*C-0 



PCF 3 



H3CCH2Q 

1917 „o<>c„,- 2 2 ' 



-CH 2 -N-C-( ? 



H )=/ 



191 8 ho{>(, 2 - 2 2 1 



1919 



NH 2 



CH 2 - 



2 2 1 



H 



H 



-CH 



H 2 N 



OCF, 



-CH 2 -N-C-f > 



H )=/ 
H 2 N 



1920 



1922 



NH 2 



CH 2 - 



NH 2 

1921 ck^-ch 2 - 1 2 0 R 



2 2 1 



NH 2 

O-hQ-CH 



CH 2 - 



2 2 1 



-CH2-N-OH0>-F 
H 2 N 

-CH 2 -N-C-^J 
H 2 N 

PCFi 



H 2 N 



1923 Bi 



CH 2 - 2 2 1 



H 



-CH 



,SCF 3 



1924 h 3 co-hQkch 2 -- 2 2 1 



-CH 2 -(ShCHf x ) 



SCF. 



H \=/ 



1925 



CH 2 - 2 2 1 



— CH 2 -N-C-f N ) 



,SCF 3 



H V=/ 
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Compd. R V (CH v_ 
No. R 2/ 21 



k m n chirality R 3 



-(CH 2 fe^-( 



"(CHg^tCHa^G-R 6 
R 5 



1926 



1928 



1929 



1932 



1933 



?5> 



Url 



,CH 3 
CH 2 - 




2 2 



1927 J^ch 2 - 2 2 



2 2 



2 2 2 



1930 h 3 CS-\ >-CH 2 - 2 2 



1931 h 3 cch 2 -(>-ch 2 - 2 2 



ch 2 - 2 2 



2 2 



1934 H 3 c-^_y-CH 2 - 2 2 

H 3 C 

1935 o 2 K-^y~CH r 2 2 



1936 h 3 ch^-ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-^^> 



.SCF, 



-CH 2 -jvj-C-^ ^ 



SCF 3 



,SCF 3 



-CH 2 



-CH^ChQ 
-CH 2 -N-C-{J 

-CH 2 -^C-C) 



/-< SCF3 
-CH 2 -N-C-Q 



-CH3-N-C-Q* 
-CH 2 -Nt-C-<^ 
-CH 2 -N-C^Q 



.SCF, 
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Table 1.177 



19 6 



pi 

Compd. V( C H 2 )- k m n chirality R 3 
No. Fr 



-(CHs^lCH^G-R 6 
R 



1937 (CH 3 ) 2 cH-^ \-CH r 2 2 



1938 



1941 



1944 



1947 



Br-Q-CH 2 - 2 2 



1939 h 3 co-4>-ch 2 - 2 2 



1940 p-Q-ch 2 - 2 2 



CH 2 - 



2 2 



1942 ho-\j>-ch 2 - 2 2 



1943 P^) Z^*" 2 2 



ch 2 - 2 2 



1945 h 3 cs-h( )-CH r 2 2 



1946 h 3 cch 2 --^-ch 2 - 2 2 



6> 



ch 2 - 2 2 



H 



H 



H 



- CH 2 ~ N- C— S^-CH 3 
-CH 2 -N-C-^ = J>-CH3 



9 



.Br 



-CH 2 -N-C-<_>-CH 3 



-CH 2 -j|C-^J)~ CH 3 



Br 



-CH 2 -^C-^ == /-*CH 3 



CH 3 



-CHa-N-C-^^CHj 



~CH 2 -j^C-^^CH 3 
-CHz-^C-^J-CHj 
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Table 1.178 



PCT/JP00/05260 



19 7 



Compd. R V(CH 2 ) S 
No. R 2X 2/1 



2)p k m n chirality r3 



-(CHaJp-RcH^G-R 6 



1948 



1958 



pH 3 
CH 2 - 



CH 3 

1949 H 3 c-\_^-CH 2 - 
H 3 C 



2 2 1 



2 2 1 



1950 o 2 r*-( /VcHj- 2 2 1 



1951 h 3 chQ-ch 2 - 2 2 1 . 



1952 8r-\>-CH 2 - 2 2 1 



1953 H 3 CO\ )-CH 2 - 2 2 1 



1954 fhQhch 2 - 2 2 




1955 -<y^r 2 2 1 



1956 ho-4 >-ch 2 - 2 2 1 



1957 p-y_/-CH r 2 2 1 



r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -^CH^^CH 3 
-CH 2 -N-C-^J-CH 3 
-CH 2 -^C-^J>-CH3 
-CH 2 -N-C-^jKCH 3 

~ CH 2"^ C "\ = /~ F 



9 



.Br 



-CH 



-CH 2 -N-C-^-l 
-CH 2 -M-C-^J-| 
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1 9 8 



PCT/JP00/05260 



^nT' R^ (CH2) r k m n Chira,ity R3 "(CHa^CH^G-R 6 

R 



1962 



1960 h 3 cch 2 — { }-ch 2 - 2 2 1 - H 



CH 3 

1963 h 3 c-{^~ch 2 - 2 2 1- H 
H 3 C 

196 4 0 2 n-hT~Vch 2 - 2 2 1 - H 



1966 <ch 3 ) 2 ch-4 >CH2- 2 2 1 H 



Br 

F 



1959 H 3 CS^>CH r 2 2 1 h -ch^c-^' 

-CH 2 -N-C-( == )-| 



1961 oj>ov 2 2 1 . H _ CHr J c ^Jl F 

P H 3 ^ .Br 



H^-CH 2 - 2 2 1 - H -CH^L^F 

-CH 2 -N-C-^-F 



~ CH2- !t c \=/ 1 



1965 H 3 0< v >CH 2 - 2 2 1 H -ch 2 -n-c-^-f 

.Br 



"CH 2 -N-0^-l 



1967 BrH^~CH 2 - 2 2 1 H -CH 2 -^C-^ 

H 2 N 

1968 h 3 co-^kch 2 - 2 2 1 H -ch 2 -^c-/~ ^ 

H 2 N 

1969 ho-^^ch 2 - 2 2 1 H -CH 2 ~r^c-^ ^ 

H 3 N 
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Table 1.1 8 0 



R ! R 4 

C NT d ' R^ (Ch2) i" k m n Chiralit y R3 -(CH^iCH^G-R 5 
_____ R 

1970 o^^ CH r 2 2 1 h -CH 2 -hhd 



1971 



1975 o 2 n-\ />-ch 2 - 2 2 1 h 




H 

H 2 N 



£^ CH *- 2 2 1 H -CH 2 -^C-^ 

H 2 N 

1972 h 3 cs-^~~^Ch 2 -- 2 2 1- H " CH2 ~[t^""^3 

HUN 



1973 H 3 CCH 2 -^_^CH 2 - 2 2 1 h -ch 2 -n-c -{\ 



H 2 N 



1974 H3C /=y CH _ 2 2 1 h -CHrM-cK ) 




h y=/ 

H 2 N 



-CH 2 -N-CH0 
H 2 N 

1976 h 3 c^~^ch 2 - 2 2-1- H -ch 2 -n-c-h^ 

H 2 N 

1977 ngh^^ch 2 - 2 2 1- H " CH 2"{^CH^ : 

H 2 N 

1978 (CHa^K-^-CH^ 2 2 1 - H ~ CH 2-[^ c -^0^ 

H 2 N 

1979 ^3^ CH 2" 2 2 1 h ^ CH ^^-^S~ F 

H 2 N 

1980 ^P*^ 2 " 2 2 1 H ~ CH 2"N-C-^^F 

H 2 N 
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2 0 0 

Table 1.181 



Compd. R V (C H 2 ) r k m n chira |it y r 3 -(CH 2 )X(CH 2 )^G-R 6 
No. FT R 5 

1981 0 2 nhQhch 2 - 2 2 1 H - C "2-£C-^S~ F 

H 2 N 



1987 ?\J- CH r 2 2 1 H 



1988 £^^ c "*~ 2 2 1 



1991 pA^"" 0 " 2 " 2 2 1 - H 



9 



1982 nc-< >-CH 2 - 2 2 1 H -CH r *c^ Vf 




H >=/ 
H 2 N 




1983 (ch 3 > 2 ch-Q^ch 2 - 2 2 1 H - CH 2-^^"^^^" F 

H 2 N 

1984 Br-Q"CH r 2 2 1 H -CH 2 ~^C-^ 

H 2 N 

1985 H3COhQ^ch 2 - 2 2 1 H ~ CH 2-^-^3 

H 2 N 

1986 h<^<Qhch 2 - 2 2 1- H -ch 2 -n-c-£) 

H 2 N 



-CH 2 -N-CHf x > 



H )=/ 

"0 H 2 N 



-CHrN-o-0 

H 2 N 




1989 h 3 c&hQ-ch 2 - 2 2 1 H -CHrN-o ^ 

H 2 N 

1990 h 3 cch 2 ^Q-ch 2 - 2 2 1 H - CH 2-£-C-^3 

H 2 N 

i 



9 W 

-CH 2 -N-C-f > 



H )=/ 
H 2 N 



WO 01/10439 



PCT/JPOO/05260 



Table 1.182 



2 0 1 



R 1 R 
C ° N ^ pd - R2 >( CH 2)j- k m n chiralily R» "(CH 2 ) ? f r (CH 2 )^G-R 6 



1992 



CH 3 



H 3 C- V_/- CH 2- 



2 2 1 



1993 Oj^h^-cHj- 2 2 1 



1994 h 3 c-\J~ch 2 - 2 2 1 



1995 nc-\J>-CH 2 - 2 2 1 



1996 (CHjfeCH-^-CH*- 2 2 1 



1997 



CH 3 

H 3 C-0-CH 2 - 
H 3 C 



2 2 1 



1998 Br-C >-CH 2 - 2 2 1 



H 



-CH 2 -N-C-H0 
H 2 N 



-CH3-JVJ-C-0 
H 2 N 

-CH 2 -N-C-0 
H 2 N 

_ C H 2 -N-?M0 
H 2 N 



H 2 N 

-CH 2 -rtc-f > 



H 2 N 



-CH 2 -N-C-Q 



1999 h 3 co-^^-ch 2 - 2 2 1 

2000 ph^-cHj- 2 2 1 



H 



9 



CI 



-CH 2 -N-C-^J 



2001 ho-4>-ch 2 - 2 2 1 



H 



-CH,-N-C 



CI 



200,, P^yjT CH r 2 2 1 



H 



WO 01/10439 
Table 1.183 



PCT/JPOII/05260 



2 0 2 



"(CH 2 )p-f-(CH 2 )q-G-R 6 
R 5 



2003 



2 - 2 2 



2004 H 3 CS-\ /-CHj- 2 2 



2005 t+jCCHj-i >-CH r 2 2 



2006 H3C ^=ecH 2 - ^ 2 



2007 0 2 n-^jHCH 2 - 2 2 



2008 H 3 c-\ >-ch 2 - 2 2 



2009 NC-\>-CH 2 - 2 2 



2010 (CHafcCH-^^-CHa- 2 2 



CH 3 




2011 H 3 c-yj-CH 2 - 2 2 

H 3 C 

2012 8M^-ch 2 - 2 2 



2013 h 3 co-^~^-ch 2 - 2 2 



H 



H 



H 



-CH r N- C -(J 



CI 



-CH 2 -N-C- w 



-CH 2 -N-C-^ 



9 



— CH 2 -N-C- 

H W 



CI 



-CH, 



~ CH2 ~K" C " W 



-CH 2 -N-C-L) 



9 



-CHfN-C- w 



CI 



-CH 2 



-CH 2 -N-C-^-a 



8r 



WO 01/10439 



PCT/JPOO/05260 



Table 1.184 



2 0 3 



Compd. R V (CH) 
No. tir 21 



k m n chirality R° 



"(CHs^tCH^G-R 6 
R 5 



2014 ho-Q-ch 2 - 2 2 



2015 £-y_,' 2 2 



2019 



ch 2 - 2 2 



2016 



2017 h 3 cs-\ >-CH 2 - 2 2 



2018 h 3 cch 2 -\ >-ch 2 - 2 2 



?5> 



ch 2 - 2 2 



CH 3 

2020 H3C _^. CH2 _ 2 2 



2021 0 2 rv^-^>-CH 2 - 2 2 



2022 h 3 chQkch 2 - 2 2 



2023 nc-<\ /hOH 2 - 2 2 



2024 (ch 3 ) 2 chh( >-CH r 2 2 



H 



H 



H 



H 



9 



.Br 



-CH 2 -iVhC-fVCl 
H 



-CH 2 -j^C-^J-CI 
-CH 2 -JvJ-C--^jKCl 
-CHa-j^C-^J^-CI 

-cHg-j^c-^J^-a 



-CH 2 



9 



Br 



-CH 2 -N-c-f^-a 

H 



-cH 2 -N-c--^J^a 
-ch^n-c-^J^-ci 



Br 



-CH 2 -N-C-\ >- CI 



-cn 2 -N-c-f ^-a 



WO 01/10439 
Table 1.185 



2 0 4 



PCT/JP00/05260 




H 2 N 



WO 01/10439 



PCT/JPOO/05260 



Table 1.186 



2 0 5 



°°no 6 ' R^~ (CH2)r k m n chiralit y R3 



2038 



2036 nc^>-ch 2 - 2 2 1 



CH 3 




2037 h 3 c-^ J-ch 2 - 2 2 1 

H 3 C 



2 2 1 



H 



R s 



-(CH 2 )p-l-(CH 2 )^G-R 6 



-CH 2 -n-c-0 

H 2 N 



Br 



H 2 N 



,8r 



-CH 2 -N-C^0 



.8r 



2039 H 3 C-\ >-CH,- 2 2 1 



-CHj-N-C-,0 
H CN 



2040 H 3 c-(>-CH 2 - 12 0 R 



-CHj-N-C-CH-^ 



OH 



2044 



2045 



2046 



2041 H3C-4 i-CHj- 12 0 R 



2042 H 3 C-\ >-CH r 12 0 R 



2043 H 3 c-\)-CH r 12 0 R 



CH 3 
CH 3 
CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



-CHj-N-C-CH-^J. 



H3 0.^0)3 
H 3 C 



-CH 2 -^C-^ 

C 



-CH2-j^C-CH 2 - 



-ch^n-c-QkohQ 



9 

-CH 2 -N-C- 

H }=* Ct 

-CH 2 -N-C- 



WO 01/10439 



PCT/JP00/05260 



2 0 6 



Table 1.1 87 



Compd. ^ (CH2)r 



k m n chirality R 3 



R 

iCH 2 )^(CH 2 )^G-R 6 



CH 3 

2047 ^" CH 2- 

CH 3 
CH 3 

2048 o§~ CH *' 

CH 3 
CH 3 

2049 6^~ CH 2- 

CH 3 

2050 H3C 1[3-ch 2 - 



1 2 0 R 



1 2 0 R 



1 2 0 R 



1 2 0 R 



H 



H 



H 



H 



CHjCH, 



HN-\ ^-OCH2CH 3 



O 



HM-Q 



9 



CHl 

CF, 



-CH 2 -N-C- 



H 3 



2051 



2052 



2053 



2054 



2055 



2056 



2057 




CH 2 - 



1 2 0 R 



^-ch 2 - 2 2 1 

OCH 2 CH 3 



^^-CHjO-^-CHy- 2 2 1 

M' 2 2 1 

H 3 CO-^-CH 2 - 



H 3 CO 

Q- 



CH r 2 2 1 



V/-CH r 2 2 1 




CH 2 - 



2 2 1 



H 



H 



H 



H 



~ cH 2-[t c ^c5 

-CH 2 -N-C-^^F 



9 





-CHa-N-o-f V F 

H 2 N 
ff 




-CHj-N-C-fJ-F 



H 2 N 

9 




-CH 2 -N-C 



H 2 N 

9 




y v 



H )= 
H 2 N 




? 

H 2 N 



WO 01/10439 



PCT/J POO/05260 



2 0 7 



Table 1.188 



Compd. R '">(CH 2 ) r 
No. R 2/ ' 



k m n chirality R 3 



-(CH 2 Jf-( 



-(CHsJpf-ICH^G-R 6 
R 5 



2058 



2060 



2061 



2062 



2064 



2066 



2068 



H3C0PCH, 

Q^CH 2 - 



2 2 1 



2059 0-O"0~ CHr 2 2 1 



H 3 cq 

-cn r ' 2 2 1 
0CH3 

R ,ch 3 



oc 

0" cHz " 



H 3 CO-^^-CH 



H 3 CO 

2063 HjChTjHCHj- 
H3CO 



F-^-CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2065 __ 20 ^Q_ C _ 2 2 1 



H3CCH2O-A >-CHy- 



PCH 2 
CH 2 



2 2 1 



2067 (HtCJjCHCHj-^^-CH^ 2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 




H 2 N 
H 2 N 




-CHj-N-C-^ >-F 
H,N 



-CHj-N-C-h^-F 
H 2 N 



9 



-CHjrN-C-fy-F 




H,N 



H 2 N 




i? 



-CHz-N-C-^J-F 
H,N 



-CHj-N-C-^-F 
H 2 N 



-CH^N-C-p^-F 
H 2 N 




H 2 N 




WO 01/10439 



PCT/JP00/05260 



2 0 8 



Table 1.189 



Compd. R^- {C H 2 ) r k m n ch irality 



ivu. M" 



R 
' R 3 



2069 



2070 



2071 



H 3 CO~Q>-CH 2 - 2 



B 




h 3 cc>hQ- 



CH 2 - 



OCB> 



2 1 



V^" CH2 " 2 2 1 

OCH 3 



2 2 1 



H 



H 



H 2 N 

-CH^CH^F 
H 2 N 



9 



-CHy-M-C-f \-F 




2072 (MjQjCho-^-ch,- 2 2 1 



H 2 N 



2073 



0~ chj ' 



2 2 1 



H 



9 



_ CH;r[r c-p^F 




2074 



H3C1 



b~ 2 2 ' 



-CHj-N-C-^-F 
H 2 N 



2075 



H 3 cq 



Q-CH 2 - 



2 2 1 



H 



H 2 N 




2076 



2077 



2078 



2 2 1 




CH 2 - 2 2 1 



OH 



H3CCH 2 OOH 



0- 



CHr 



2 2 1 



H 2 N 



ff 



-CHg-N-C-f Vf 




H >=/ 



H ? N 

5? 




H 2 N 



2079 



H 3 CO\_^-CH 2 - 



2 2 1 



-CH^N-C-^J^-F 
H 2 N 



WO 01/10439 



PCT/JPOO/05260 



2 0 9 



Table 1.190 



°°No d ' R^ (CHz)r k m n chirali, v 



R 3 -(CH 2 )r-h-(CH 2 fc-G-R 6 



R 5 



2080 



2081 



2084 



2085 



2089 



2090 



HjCO-^^-CHj- 
HO^^-CHj- 



2 2 1 



2 2 1 



2082 ^co^cht 2 2 1 



Ho O 




2083 ho-4 JHCH2- 1 2 0 R 



Br 

H 3 co 

H0-O-CH r 
H3CO 



H 3 CO-{j-C 



CH 2 - 



1 2 0 R 



12 0 R 



2087 (h 3 o 2 n-\ >-CH r 1 2 0 R 



2088 (h 3 cch 2 ) 2 i^^-ch ? - 12 0 R 



r 



12 0 R 



CH r 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



P 




H 2 N 




-CH^-N-C— (f V-F 



H 2 N 

9 



-CH2~rj-c- 




H 2 N 
H 2 N 



H 2 N 



~ CF 3 



-CH r N-C ^ 
H 2 N 



-c H:r!r ?H0 

H 2 N 



.CF 3 



O cp3 

H 7 N 



H 2 N 

-CH^N-O^ 
H 2 N 

_CH r[ J-^p 
H 5 N 



WO 01/10439 



PCT/JPOO/05260 



2 1 0 



Table 1.191 



Compd. R V (CH2) k m n chirality 
No. Pr 



"(CH 2 )i(CH 2 )^G-R 
R 5 



-D6 



2091 



i>-CH 2 - 2 2 



2092 a-Q-CHr 2 2 



CH 2 - 2 2 



2093 



2094 Ch-\V-CH 2 - 2 2 



2095 



CH 2 - 2 2 



2096 C^Q^ch 2 - 2 2 

2097 ch-<Q-ch 2 - 2 2 



2098 



2099 



2100 



CH 2 - 2 2 



CH 2 - 2 2 



>-ch 2 - 2 2 



2101 ch-Q~ch 2 - 2 2 



H 



H 



H 



H 



H 



-CH-N-C 



CH 2 ~\J 



-CH-N- 

i H 

CH," 



9 w 



OCHzCH 3 



pCH,CH 3 



CH 2 C H 2 SC H3 



I H _ W 
CH 2 " 



OCh^CHj 



) 



OCH 2 CH3 



-Ch-n-c- x 

I H \=/ 
C(CH 3 ) 3 

(fl O PCH2CH3 
-CH-I^C-f) 



-CH-N-C- ^ 
CH2C H 2 CH3 



US 



OCH 2 CH 3 




CHjCH 3 



o 2 

-it* w 



Art 



OCHjCHj 



pCH>CH 3 



CH2-^J-OCH 3 

(A J / OCH 2 CH 3 

-CH-M-C-^^ 



WO 01/10439 



PCT/JPOO/05260 



2 1 1 



Table 1.192 



Compd. R S_(CH 2 )j- k m n chirality R 3 
No. R z 



"(CH 2 )p-h-(CH 2 )5-G-R 6 
R 5 



2102 



21 



2105 



21 



ch 2 - 2 2 1 



03 O-h^-cHj- 2 2 1 



2104 o-hQ^-cHj- 2 2 1 



H 3 CO OH 



O- 



CH 2 - 



H 3 C OH 



2106 <><*, 



2 2 1 



2 2 1 



07 BK ^Vch 2 - 2 2 1 



H 



H 



H 



< ff_M° CHZCH3 

i H \=/ 
CHjCHa-Q-OCHj- 
O 

H 3 C-CHOCH ? -^^ ^ 
/ i O OCH 2 CH 3 



— CH-N-C- 
! H 
CH 2 CH r C-OCH 3 
6 ft 



-CHz-N-C 



H 2 N 




H 2 N 




-CHj-N-C-/ V-F 



CH 3 

2108 Qr^Ven 



2109 



2 2 1 



3 \>-CH r 2 2 1 



H 



-CHj-N-C-^J-F 
H 2 N 



2 




-CHy-N-C-^J-F 
H,N 



2110 VCH2 \J.CHr 2 2 1 



2111 cMT^W 2 2 1 



Bi 





2112 h 3 co-<\ ^CH r ? 2 1 

H 3 CO 



H 



H 



H 



H 2 N 
H 2 N 

-CH^L^F 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 2 



Table 1.193 



C °N™ Pd " o2>( CH 2>r k m n chirality R 3 -(CH^fCH^G-R* 



H ? N 

2113 ^hA^, 2 2 1 



H 2 N 

2114 H3C-TW 2 2 1 



2115 



CH 2 - 2 2 1 



2116 ci-^>-ch 2 - 2 2 



2117 a-Q-CH r 2 2 1 



2118 



HO 



HChQ-CH 2 - 1 2 0 R 



OH 

2119 H0 ^- CH2 - 1 2 0 R 



2120 



12 0 R 



H" 



H 



H 



H 



H 



H 2 N 
H 2 N 



w 9 

CH(CH 3 ) 2 



OCH 2 CH 3 



OCH 2 CH 3 



CH(CH 3 )CH 2 CH 3 

( / OCH2CH3 
-CH-N-C-/> 



-CHz-N- 



H 2 N 



H 2 N 

-«!-|j-o-p 

H 2 N 



2121 



2122 



HO-<C^-CH 2 - 
Cf -^" CH ^ 



r 




12 0 R 



12 0 R 



2123 H ^-CH r 12 0 R 

NO 2 



H 



H 



-CHa-N-C-fJ 
H 2 N 



9 



- CH ^ir o >. 

H 2 N 




CF 3 



H )=/ 
HUN 




WO 01/10439 



PCT/J POO/05260 



2 1 3 



Table 1.194 



Compd. R V(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



"(CHgAcH^G-R 6 
R 5 



2124 



2127 



2128 



0 2 N 



CH2- 



1 2 0 R 



0 2 N 



2125 ^co-O^CH,- 1 2 0 R 



0 2 N 

2126 H3CH Q_ CHr . 1 2 0 R 




^-ch 2 - 12 0 R 

NH 2 



CHj- 



12 0 ' R 



H,N 



2129 h 3 c-0-ch 2 - 1 2 0 R 



H 2 N 



9 



-CHj-N-C 




,CF 3 



-c- 

H 2 N 




,CF 3 



-CH 2 -N-C- 

H 2 N 



-CH 2- fvJ-O 



9 

C- 

H 2 N 




9 



-CHj-N-C- 

H,N 




CF 3 



,^3 



2130 



2131 



2132 



2133 



2134 



CH 3 



H,N 



CHj- 



(H 3 C) 2 N 



»-b- 



CH 2 - 



r>=> 




2 2 1 



g^-CH r 2 2 1 



12 0 R 



12 0 R 



^-ch 2 - 12 0 R 

N(CH 3 ) 2 



H 2 N 



-CH2-N- 




H 2 N 



-CHr-Jc-0 

H 2 N 

-CH.-N-0-p 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 4 



Table 1.19 5 



Compd. _,>-(CH 2 ) r k m n chirality 



fir 



INO. H" 



R 3 -(CH 2 feH-(CH 2 fe-G-R 6 



(H 3 C)jN 



2135 



2136 



2137 



2138 



2139 



2140 



2141 



2142 



2143 



2144 



2145 



H 3 CO\ />-CH 2 - 



(H 3 C) 2 N 



CH r 



CH 3 



CH 3 



CH 3 

CI 



CH r 



12 0 R 



12 0 R 



1 2 0 R 



12 0 R 



CH 3 



ch 2 - 12 0 R 



NH 2 



tt-Q-CH 2 - 




CH 2 - 



HN-^-CHa 
" O 



H 2 N 



HCH^jHCH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 2 N 



H 2 N 



-CH2-N-C- 



9 

C- 
H 2 N 




P F 3 



CF 3 



H 2 N 



-CH2-N-O 

H 2 N 



-CH2-r^C-f)-F 




H 2 N 



. H 2 N 

-CHj-N-C-f^J-F 
H 2 N 

-CH2-^C-H^^F 
H,N 



CF 3 



H )=/ 
H 2 N 

9 ^ 



-CH 2 -N-C-< 5 



H )=/ 
H 2 N 



WO 01/10439 
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2 15 



Table 1.196 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CH 2 fc-f-(CH 2 fc-G-R 6 
No. R " c - 



2146 



2147 



2148 



2149 



2150 



2151 



2152 



2153 



2154 



2155 



2156 




ch 2 - 2 2 1 

NH 2 



9 

H 3 C-C-NH 



H 3 0 



9 

H3C-C-NH 



CH r 



HCM^-CH 2 - 

0 2 N_ 
HO-hQhcHj- 



9 

H3C-C-NH 

Clf-<^-CH 2 - 




CH r 



HN-p-CH 3 
O 



9 

H 3 C-C-NH 



H 3 0 



9 

H3OC-NH 



CH 2 - 



-£>< 



Hsc-\ /r CH r 
9 

HjC-c-nh 



h 3 o 



9 

HjC-c-nh 



CH 2 - 



CHj- 




CHj- 



HN-g-CHj 
O 



2 2 1 



2 2 1 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



R 5 



H 2 N 



, CF 3 



-CH 



-CH^C-^J-F 
H 9 N 




H 2 N 



H 2 N 



CF 3 



PF 3 



H 2 N 
H 2 N 

_ CH _^ C _^J 

H 2 N 



-CHo-I^C-f X ) 



,CF 3 



H )=/ 



CF 3 



-CH 2 -M-C-0 
H 2 N 

-CH^N-C-^) 
H 2 N 

9 , CF 3 

-CH 2 -N-C-<Q 
H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 1 6 



Table 1.197 



C °.?l pd ' "i>( CH 2>r k m n chirality 



inu. n 



-(CH 2 fe| r (CH 2 ) 5 -G-R 6 



2157 



2159 



12 0 R 



CH 3 

HO-Q>-CH 2 - 
h 3 c-nh 

2158 hc ^>>ch 2 - 1 2 0 R 



H3ONH 



HgCO-^^-CHr 



2 2 1 



H 3 C- NH 

2160 H o£>ch 2 - 2 2 1 



H 



H 



-CH 2 -N-C-< / x ) 



JCF3 



H >=/ 
H 2 N 



,CF 3 



H 2 N 
H 2 N 



9 



-CHj-N-C- 




2161 



2162 



2164 



2167 



h 3 C-nh 



H 3 C-NH 



H 3 CO~^}-CH 2 - 



2 2 1 



2 2 1 



H3C-NH 

2163 hc ^K-ch 2 - 2 2 1 



,CH 3 



12 0 R 



2165 [Vch 2 - 1 2 0 R 

N 



2166 (Vch 2 - 12 0 R 




12 0 R 



CH 2 - 



H 



H 



* H 



H 



H 




H 7 N 



-CH 2 -fvhC— f X ) 



H )=/ 
H 2 N 



_ CH _^ C ^0 

H 2 N 



CF 3 



-CH 2 -N-C 



? 

H 2 N 




CF 3 



CF 3 



H >=/ 
H 2 N 



~CH 2 -N-C-f > 



H )=/ 
HoN 



,CF 3 



H )=/ 
H 2 N 



WO 01/10439 
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2 1 7 



Table 1.198 



R 1 R " 

Compd. \^ (C H 2 ) r k m n chirality R 3 -(CH 2 )p+-(CH 2 )5-G-R 6 



2171 



2172 



2173 



2174 



2175 



2176 



2177 



2178 



No. R 
_ 

C-OCHj 

2168 H ^ch, 

CH 3 

2169 h 3 C-< = >-9h- 

CH 3 

a 

2170 



CH 2 - 



H 3 



CH 3 



C 

s -O" 0H3 

H 3 C CH 3 

mJ° CH3 

HjCCK^-CHy 




CH,- 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 3 C 



HjC OH 

|Q>-CH 2 - 1 2 0 
CH 2 OH 



P 

H 3 COC_ 



1 2 0 R 



H 



H 



H 



H 



H 



R 5 _ 

? 

-CH 2 -N-C- 



H 2 N 

-CH 2 -N-C-f ) 



H )=/ 
H 2 N 



9 



-CH 2 -jvhO 




H 2 N 



H 2 N 



,CF 3 



PF 3 



H 2 N 



f CF 3 



9 



H 2 N 




,CF 3 



-CH 



H 2 N 



PF 3 



-CH 2 -N-C-^} 
H 2 N 



-CH 2 -»-C-Hp 
H ? N 



-CH^-N-C-f > 



H )=/ 
H 2 N 



H 5 N 



CF 3 



WO 01/10439 



PCT/JP00/05260 



2 18 



Table 1.199 



Compd. R V(CH 2 ), 
No. R 2X 2 ' 



f" k m n chirality R 3 



"(CH 2 )p-H(CH 2 )5-G-R b 



2179 I^ CH 2- 12 0 R 

o 



2180 ci-<^-{CH 2 ) 2 - 12 0 R 



H 



t/1 



CF 3 



H 2 N 



-CH 2 -M-C-f J 



P F 3 



H )==/ 
H,N 



2181 



2182 



IL Vch 2 - , 2 o 

H 



12 0 R 




2183 t5^ CH2 _ 1 2 0 R 



-CHz-N-C-f ? 



H >=/ 
H 2 N 



-CH 2 -N-C-f > 



H >=/ 
H 2 N 



-CH,-N-C-f ? 



,CF 3 



H )=/ 
H,N 



2184 



2185 




Vch 2 - 2 2 1 




2186 f 




/ V 



CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



H 2 N 

2187 ho-Q-ch,- 1 2 0 R 



2tm LrVcH r 2 2 1 



t 





2189 8^TVch 2 - 1 2 0 R 



-CHjr-N-C-f VF 
H 2 N 

-CH 2 -N-C-f X > 



H >=/ 
H 2 N 



-CH 2 -N-C-f N > 



CF 3 



H >=/ 



H,N 



CF 3 



_ CH2 _N.?_0 
H 2 N 



.CF, 



H 3 N 



CF 3 



WO 01/10439 



2 1 9 



PCT/JP00/05260 



Table 1.200 



R 1 " R 

Compel. \_ (C h 2 )- k m n chirality -(CHjfe-HchUb-G-R 6 
No. R^ d& 



2190 



2191 



2192 



2193 



2196 



2197 



2198 



2200 




H 




CH,- 



H 2 N 



2194 H 3 C-^-CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 2 N 

o-Q-CHr 



2195 „ /=\ 2 2 1 



H 3 C-NH 



12 0 R 



H 3 C-NH 

^ 1 2 0. R 



H,CO-H^J-CH 2 - 



H 3 C-NH 



CH 2 - 



12 0 R 



H 3 C-NH 

2199 H3 c>> CH2 _ 2 2 1 



H 3 ONH 



CH 2 - 



2 2 1 



H 



H 



H 



i? 




H 2 N 

-CH j-N-C-f > 



H )=/ 



-CH^N-C-^A 



P F 3 



H >=/ 



9 




H 3 N 



-CH 2 - 



P F 3 



H )=/ 



, CF 3 



h y=y 



- C H 2 ~^CH0 
H 2 N 



,C F 3 



CF 3 



- C H 2 -j*L0 
H 2 N 

H 2 N 



,-CH 2 -hhC- 



H 2 N 



^3 



h y=/ 



WO 01/10439 



PCT/JP00/05260 



2 2 0 



Table 1.201 



c °N m o pd r2^ (CH2) ~ k m n chirali, y 



R 3 



"(CHa^CH^G-R 6 
R 



H 3 C-NH 



2201 



2202 



2203 



H 3 C- t)- CH 2- 

<>^-CH 2 - 
S^-CH 2 - 



2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



-CHz-N-C-fJ-F 
H 2 N 

H 2 N 



-CHj-N-C-f S-F 




H 2 N 



2204 



2205 



2206 



CH 3 
a-Q-CH 2 



CH 3 



CH 2 - 



CH-i 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



H 



-CH 2 -N-C-f > 



H >=/ 
H 2 N 



H 




9 



H 2 N 



CF 3 



H 2 N 



PH 3 

2207 hc ^_ch 2 . 2 2 1 




P 



-CHa-N-C-^J-F 
H,N 



2208 



HN-CH 3 



CH 2 - 



2 2 1 



H 2 N 



2209 



HN-CH 3 



2210 C^-^~ 



CHg- 



2 2 1 



12 0 R 



H 



-CH^C-^J-F 



-CH 2 ~W-C~f > 



H 2 N 

9 



.CF 3 



H >=/ 



H,N 



2211 



CH-r- 



2 2 1 



H 



p 



- CH2 "!t c "> , 

H 2 N 




,CF 3 



WO 01/10439 



PCT/J POO/05260 



2 2 1 



Table 1.202 



Compd. ^ (C h 2 ), 



NcT' R a^ (UH2, r k m n chirality R 3 ~(CH 2 ) F f-(CH 2 )^G-R 6 



2212 



2213 



2214 



2215 



2216 



2217 



2222 



H 



H 2 N 

CI-^3-CH 2 - 



2 \_ 
H 3 C-<> 



CH 2 - 



H 3 C-HN 

CI-f^VcHg- 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



Ha 



J^VCHj- 1 2 0 

H3CCH2 l_J 



p 

H 3 co-(T 

H 3 C-(~VcH2 
CH 3 



12 0 R 



2218 CH^^CH 2 - 12 0 R 

2219 ci-^Hch 2 - 1 2 0 R 

2220 Ch-^^CH 2 - 12 0 R 

2221 CM^-CH2- 12 0 R 



HP / C ° 2 
H3 ° CH 3 



,C0 2 CH 3 

CH r 1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 




H 2 N 



"CH.-N-C-0 
H 2 N 



CF 3 



H 2 N 



CF a 



,CF 3 



H 2 N 

-CHg-N-O-fj 
H 2 N 

H 2 N 

-CHj-N-O-^J) 



-CHj-N- 



H 



CH, 



H 2 N 



WO 01/10439 



PCT/JPOO/05260 



2 2 2 



Table 1.203 



C °N m o Pd ' R^ (CH2) i~ k m n chirality R 3 



"(CH^fCH^G-R 6 



2223 Cl ~0^ 



2226 



2229 



2230 



2231 



2232 



2233 



ch 2 - 12 0 R 



2224 ci-^^-ch 2 - 12 0 R 



H 3 C, 



CH2- 1 2 0 R 

CH 3 



2227 ChH^-CHa- 12 0 R 

2228 chhQkch 2 - 12 0 R 



r 




CH 3 

. PH 3 
H 3 CCH 2 — 4. ^—CH 2 - 



/=< CH3 
H3C0-Q-C 



CH 2 - 



H 3 C 
H 3CoO" 



05 



CH 2 - 
CH r 



1 2 0 R 



12 0 R 



1 2 0 R 



12 0 R 



12 0 R 



H 



H 



2225 Ch-^-CH 2 - 12 0 R H 



H 



H 



H 



H 



H 



H 



9 




CF 3 



-ch^-n-c— ? r. 

H isfN 



CF 3 



-CHj-N-C 



CH 




9 yj^ CF 



,CF 3 



H 2 N 

Lrf 3 



HN _ 



-CHr^CH^J 
H 2 N 



cf 3 



PCF 3 



P 



H 2 N 



OCFo 



H 2 N 



PCF, 



PCF 3 



H 2 N 
H 2 N 



WO 01/10439 



2 2 3 



^1 



PCT/JPOO/05260 



Table 1.204 



k m n chirality 



-(CH 2 )jrHCH 2 )q-G-R 6 
R 5 



2234 



2235 



2236 



2237 



2238 



2239 



2240 



2241 



2242 



CH; 

cxy 



CH 2 ~ 
CH a 

H 

CH r 



H 

_ CHr 

H 

CH 2 - 



CH 2 - 



H 

CH 2 - 



CH 3 
CH 2 - 
CH 3 

H 

CH 2 - 



X)5 



CH 



H 




12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2243 (h 3 9 2 n-C}-ch 2 - 12 0 R 



2244 




\ 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH r N.O^_) 
H 2 N 



-CH^-N-C-O 
H 2 N 

LM 0CF3 



-CH 2 -N-C-0 
H 2 N 



,OCF 3 



-CH 2 -N-C-^J 



9_ 
H 2 N 
9 



-CH 2 -N-C^0 
H 2 N 



,OCF 3 



-CH 2 -N-C-0 
H 2 N 



,OCF 3 



-CH r N-c-0 

H 2 N 



,OC F a 



9 

c- 

H 2 N 

9 



H,N 



-CHTH-O-^) 
H 2 N 



WO 01/10439 



PCT/J POO/05260 



2 2 4 



Table 1.20 5 



Compd. R V(CH 2 ) r k m n chirality 
No. R" 2 1 



-(CH 2 )p?-(CH 2 )^G-R 6 



2245 ; 3C Y^ CHr 1 2 0 R 



H 



— cho-n-c- 

H >=/ 
H ? N 




2246 H3CCHrr Y^_ CHr 12 0 R 



2247 (HChcnV 



£fr-c*- 1 2 0 R 



2250 



2251 



2252 



2253 



2254 



2255 



H 2 N 



2248 c ^=V-ch 2 - 1 2 0 R 



HoN 



2249 h 3 co^ch 2 - 1 2 0 R 



H 2 N 



CH 2 - 



H 3C"0" 
J* 

0^ 



CH 2 - 
CH 2 - 



CH 5 



CH r 



H 3 




H 

CH 2 - 



12 0 R 



1 2 0 R 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



.CF 3 



H 2 N 



-CH; 



,OCF 3 



H >=/ 
H 2 N 



-CH 2 -N- 



P 
H 2 N 




PCF 3 



,OCF, 



-CHrN-?-0 

H 2 N 

-CH.-N-C^J 
H 2 N 

H 2 N 



H 2 N 



^ 3 



H 2 N 



CF 3 



WO 01/10439 



PCT/JP00/O526O 



2 2 5 



Table 1.206 



Co N m o pd - p2> (CH 2>r k m n chirality 



-(CH 2 )J-( 



'(CH 2 ) r j-(CH 2 )5-G-R t 
R 5 



2256 



2257 



2260 



2263 



2264 



CH 3 




H 3 CQ 



2258 Ct-Q-CH r 

2259 h 3 cs-^^-ch 2 - 



2261 ci-H^-CH r 

2262 h 3 cs-^j>-ch 2 - 



2265 H 3 cs-d>-CH2- 



2266 0-Q-CH r 



2 2 1 



2 2 1 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H,N 



I? 




H 2 N 



CH 3 
CH 3 



H H 



CH 3 



CH, 



CH 3 



CI 



_jH.N. c _^_ cl 
CH 3 



CH 3 



-ch-n-c-^j-o 

CH 3 
CH 3 



WO 01/10439 



PCT/JPOO/05260 



2 2 6 



Table 1.207 



Compd. R S-(CH 2 ) r k m n chirality R 3 
No. FT 



"(CH 2 ) r |-(CH 2 )^G-R 6 
R 




2267 .JX^. 2 2 



2268 d-^^-CH2- 2 2 



2269 h 3 CS-\>-ch 2 - 2 2 



a 



2270 



2271 



o-hQkch^ 2 2 



CH 2 - 2 2 



2272 H 3 cs-i>-cH 2 - 2 2 



2273 o-O-CHf 2 2 

2274 H3CS-h^-CH 2 - 2 2 



2275 



0-^-CH r 



2 2 



2276 O-QKCHr 2 2 



2277 H 3 c 



ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



CH 3 

-^H-N-C-^J-Q 
CH 3 

CH 3 



(5) ? 

-CH-N-C-N- 
J H H 
CH 3 



CH 3 

-rit c -irv> 

CH 3 



-^h-n-c— ^_^-a 

CH(CH 3 ) 2 



CH(CH 3 ) 2 



CH(CH 3 ) 2 

(S) 9 /=>. 

CH(CH 3 ) 2 
(S) 9 /=\ 
CH(CH 3 ) 2 



WO 01/10439 



PCT/J POO/05260 



Table 1.208 



2 2 7 



m n chirality R 3 



-(CHa^CHa^G-R 6 



2278 *^>CH r . 1 2 0 R 



2279 a-^-CH 2 - 1 2 0 



2280 



2282 



o-Q-CH r 1 2 0 S 



2281 H3CS-Q>-CH2- 12 0 S 



°-o- 



ch 2 - 2 2 1 



2283 h 3 cs-^)hch 2 - 2 2 1 



2284 Ch /^CH r 2 2 1 



ov 2 2 1 



2285 



2286 h 3 cs^ j^CH 2 - 2 2 1 



2287 o^^-CH r 2 2 1 

2288 H 3 c&-^HCH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 H 2 N 



.CF, 



CH 3 H 2 N 

i h yJ 

CH 3 H 2 N 
CH 3 H 2 N 



.CF, 



CH 3 H 2 N 
CH 3 H 2 N 

P H 2 

-CH-N-C-f } 
1 H \=< 
CH(CH 3 ) 2 CF 3 



-c-f > 



(S) 

-CH-N-C , 
I H \=( 
CH(CH3) 2 CF 3 

-CH-N-C-f ^ 
CH(CH 3 ) 2 CF 3 

CH(CH 3 ) 2 



(CH 2 ) 2 CONH 2 



WO 01/10439 



PCT/JP00/05260 



Table 1.209 



2 2 8 



C °N m o Pd ' R2> (CH *>r k n chirality R» 



r%4 



-(CHa^CH^G-R 6 



2289 



2290 



»5> 




CH r 



CH r 



2 2 1 



2 2 1 



2291 Ci 



»-Q-CH r 2 2 1 



2292 h 3 cs-^]^-ch 2 - 2 2 1 



2293 



2294 



Ay 



2 2 1 



onQ^CH r 2 2 1 



2295 h 3 cs-^^ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 CONH 2 
CH 2 OH 

-f H -rr cH O ci 

CH 2 OH 

-CH-N-C-^J-CI 
CH 2 OH 

CH 2 OH 

(S) 9 /=\ 
CH 2 OH 

(S) 9 /=v 
CH 2 OH 



2296 CH !^ CHr 



12 0 R 



2297 h 3 cs-^Q>-ch 2 - 12 0 R 



2288 a^-YcHf 1 2 0 R 



H 



H 



H 



CI 



(CH 2 ) 2 S0 2 CH 3 

-JK-N-C-(J-a 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 



2299 h 3 c 



ch 2 - 12 0 R 



H 



(S) 



' II /=\ 

(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



PCT/JPOO/05260 



Table 1.210 



2 2 9 



Co N m o pd - p^>(CH 2 )- k m n chirality R 3 



"(C^^CH^G-R 6 
R 5 



2300 Ci-Q-CHj- 12 0 S 



2301 



1 2 0 S 




2302 ^J~^ Wr 12 0 R 



2303 ci-^-CHjr 12 0 R 

2304 H 3 cs-^>-CH2- 12 0 R 



2305 



c^3-CH r 



12 0 S 



2306 . H 3 c 



CH 2 - 12 0 S 



2307 a-(2)-CH 2 - 12 0 R 

2308 H 3 cs-^~^-CH 2 - 12 0 R 



2309 



1 2 0 S 



2310 a-^3~CH 2 - 12 0 S 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH 3 



(CH2)2S0 2 CH3 



.in 



(S) 

-CH-N-t , , 
i H \=< 
(CH2) 2 S0 2 CH 3 CF 3 



-in 



(S) 

-CH-N-C . 

I » M 

(CH 2 ) 2 S0 2 CH3 CF 3 

(CH 2 ) 2 S0 2 CH3 CF 3 



(S) 

-CH-N-C- , , 

I H M 

(CH 2 ) 2 S0 2 CH 3 CF 3 



(S) 

-CH-N-C- % 
I H \=< 
(CH 2 ) 2 S0 2 CH 3 CF 3 

(CH 2 ) 2 S0 2 CH 3 

(S) f 
-fH-N-C-N^ 

(CH 2 ) 2 S0 2 CH 3 

(S) ? /=\ 
(CH 2 ) 2 S0 2 CH 3 

(S) f 

-ch-n^c-nhQ 

(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



PCT/JPOO/05260 



2 3 0 



Table 1.21 1 



C No Pd p^~^ CH ^~ k m n chirality R 3 



1CH 2 )X(CH 2 )^G-R 6 
R 5 



2311 h 3 cs-Q^-ch 2 - 1 2 0 S 



2312 h,c 



2313 



2317 



2318 



2319 



CH 2 - 12 0 R 




CH r 



12 0 R 



2314 H 3 cs-6}-CH r 12 0 S 



2315 o-{^-ch 2 - 2 2 1 

2316 d-^-ov 1 2 0 S 



Ch^-CH,- 
CH^-CH,- 



2 2 1 



12 0 R 



2 2 1 



2320 a-^^-CHj- 2 2 1 



2321 H 3 cs-{ /-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH 3 



,CF, 



CH 3 H 2 N 



(S) 9 

CH 3 



CH 3 



-^H-N-C- 
CH(CH 3 ) 2 

-CH-N-C-f ^ 
I H ^=< 
(CH2) 2 S0 2 CH 3 CF 3 

ChfeOH CF 3 
(CH 2 ) 2 S0 2 CH 3 
CH(CH 3 ) 2 
CH(CH 3 ) 2 
CH(CH 3 ) 2 



WO 01/10439 



PCT/JP00/05260 



2 3 1 



Table 1.212 



C Nk) Pd ' R ^ (CH2) r k m n chiralit y ' R 3 "(CH 2 )pH^(CH 2 ) r G-R 6 

R 

(S) ? /= 



2324 



2325 



2328 



2331 



2332 



CI-^^-CH r 



2 2 1 



2323 h 3 cs-^>-ch 2 - 2 2 1 



2 2 1 



12 0 R 



2326 ch-Qkch^. 12 0 R 

2327 H 3 CS-^~^-CH;r 12 0 R 




Vov 1 2 0 S 



2329 ci-Q^CH r 1 2 0 S 

2330 HgCS-^^-CH*- 1 2 0 S 



ck^J^-ch 2 - 1 2 0 S 



CH r 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



PF 3 



CH(CH 3 ) 2 
CH(CH 3 ) 2 

CH 3 H 2 N 

CH 3 

CH 3 

<S) if /=\ 
CH 3 



(Si f /=v 
CH 3 



CH 3 

(S) ? 
CHi 



-CF 3 



CH 3 H 2 N 

-^H-N-C-^J-CI 
(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



PCT/JP00/05260 



2 3 2 



Table 1.213 



C °N m o Pd ' R^ (CH2) i" k m n chiralit y R3 



V 

R 5 



-(CH 2 )jrT-(CH 2 )5-G-R 6 



2333 a-Q-CHjr 



2335 



2343 



12 0 R 



2334 HaCSH^-CHjr 12 0 S 




V CHr 1 2 0 S 



2336 o-<Qkch 2 - 12 0 S 



2337 h 3 c 



CHj- 12 0 S 



2338 h 3 cs-^~^-ch 2 - 2 2 1 

2339 ct-^^-CH 2 - 2 2 1 

2340 HgCS-^^-CHa- 2 2 1 

2341 ct-{3-CH 2 - 2 2 1 



2342 H 3 cs-^^-CH 2 - 2 2 1 



2 2 1 



H 



H 



H 



H 



H 



(S) 9 /=>. 
(CH 2 ) 2 S0 2 CH 3 



CI 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

(S) S> /=v 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 
(S) ff 

TH c "prv 

(CH 2 ) 2 CONH 2 



(5) f? 
-CH-N-O x , 
1 H \=< 
(CH 2 ) 2 CONH 2 CF 3 

(S) P Cf 

J H \=( 
(CH 2 ) 2 CONH 2 CF 3 




(S) 
-CH-N-C 

i H \=< 
CH 2 OH CF 3 



in 



(S) 

-CH-N-C- , , 
I H N=( 
CH 2 0H CF 3 

(CH 2 ) 2 CONH 2 



WO 01/10439 
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Table 1.214 



2 3 3 



C N m o Pd ' r^" (CH2) " k m n chirality R' 



-(CH 2 )i(CH 2 ^G-R 6 
R 5 



2344 Ch-^-CH 2 - 2 2 1 

2345 Ci-^-CH 2 - 2 2 1 



2346 



2347 



2348 



2350 



2351 



2352 



2353 



2354 



Ay- 
Ay- 



2 2 1 



1 2 0 S 



12 0 R 



2349 ^-^3~ CH2_ 12 0 R 




12 0 R 



12 0 R 



2 2 1 



2 2 1 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 CONH 2 

(CH 2 ) 2 CONH 2 

-CH-N-C— f ^ 
1 H \=( 
(CH 2 ) 2 CONH 2 CF 3 

CH 3 

-jH-N-C-^J-CI 
(CH 2 ) 2 S0 2 CH 3 

-f H -£r cH O ci 

(CH 2 ) 2 S0 2 CH3 

-^H-N-C-^J^-a 
(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH3 
(S) P 



-Cf+N-Oiv-h //- 
| H H V/ 
CH 3 



I H H 

CH3 



Cl 




(S) 

I H 

(CH 2 )2S0 2 CH 3 



WO 01/10439 



# 
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Table 1.215 



2 3 4 



2355 c^3-CH f 1 2 0 R 



2356 ch^-CHf 1 2 0 R 



2357 



2358 



2360 



2361 



2363 



2364 



n1 r-,4 

U °Nb Pd ' R 2^ (CH 2)r k m n chirality R 3 -(CH 2 J-(CH 2 )5-G-R 6 
' R 5 

(s) _k ci 

(CH 2 ) 2 S0 2 CH 3 

H -JH-N-CHQ 
(CH 2 ) 2 S0 2 CH 3 CI 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

H -JH-N-CK^ 
(CH 2 ) 2 S0 2 CH 3 



12 0 R 



12 0 R 



2359 a-C\-cn r 1 2 0 R 



<3> 



CH 2 - 



CH^ 



12 0 R 



12 0 R 



2362 CM f\_ CH _ 1 2 0 R 



CI-^-CHg- 



Ay 



2 2 1 



2 2 1 



H 



H 



H 



2365 c^./Vch,- 2 2 1 



-CH-N-C-N 
I H H " 
(CH 2 ) 2 S0 2 CH 3 



(S) 



K-N-C-,, 
H H 



"f 

(CH 2 ) 2 S0 2 CH3 



CI 



(CH 2 ) 2 S0 2 CH 3 



(S) {? 



H 




;H-N-C-f 



CI 



CH 3 

-CH-N-C-f > 



H \=/ 



T 

CH 3 

CH 3 CI 
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Table 1.216 




CH 3 
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Table 1.217 



U °Nc> Pa R2/~^ CH ^i k m n chirality R 3 



o4 

-(CHs^CH^G-R 6 
Fr 

CH 3 



2377 F-0-CH 2 - 2 2 



2378 



2379 



2380 



2381 



2383 



2385 



2386 



2387 




/ V_ 2 2 1 

* ^-CH 2 - 




CH 2 - 



0-^-CH 2 - 
CI-^^-CH 2 - 



2 2 1 



2 2 1 



2 2 1 




2382 ^rV CHr 2 2 1 



o-^>ch 2 



2 2 1 



CL ,CI 




2384 /~V C h 2 - 12 0 R 



.a 



ChH^CH 2 - 1 2 0 R 




CH 2 - 



CH 2 - 



1 2 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CI 



CH 3 
CH 3 H 2 N 
~l 3 H 2 N 



CH; 



CH 3 HO 
CH 3 



-OH 



•a 



(S) f 
-^H-jvJ-C-rvhCH 2 - 

CH 3 
(CH 2 ) 2 S0 2 CH3 
(CH 2 )2S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

-c^n-chQ-o 

(CH 2 ) 2 S0 2 CH 3 
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Table 1.218 



C ° N m 0 Pd - p2>(CH 2 ) r k m n chirality R' 



IC^^CH^G-F 



2388 



2389 



2390 



2391 



2393 



2394 



2395 



2396 



2397 



2398 



F 

Ch-^-CH 2 - 
Ch- ^^-CH 2 - 



12 0 Ft 



12 0 R 



12 0 R 



12 0 R 



H 



2392 c^>CH r 1 2 0 R 



Ay 
Ay 



CH 2 



CHo- 




CH 2 - 



CH 2 - 



C^-CH 2 - 



12 0 R 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 




(CH 2 ) 2 S0 2 CH 3 

-^H-N-C-^J^CI 
(CH 2 ) 2 S0 2 CH 3 

(S) p 

— CH-N-< 

I H \=< 

(CH 2 ) 2 S0 2 CH 3 Br 

(CH 2 ) 2 S0 2 CH 3 CI 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 SCH 3 

-^h-n-c-^J^-ci 



.a 



(CH 2 ) 4 NH 2 

H 



I 

M 2 C 



0QCH 3 b 
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Table 1.219 



C °No Pd Ra^"^^) - k m n chirality R 3 



R 4 
R 5 



-(C^^CH^G-R 6 



2399 



2400 



2401 



2402 



2403 



2404 



2405 



2406 



2407 




CI— ^^-CH 2 - 



CH^- 




CH 2 - 




CH 2 - 



2 2 1 



0-^CH 2 - 2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2408 HjCsOrH^V-cHj- 2 2 1 



2409 h 3 co 2 c-^^-ch 2 - 2 2 1 



H 



H 



H 



{S) A /-<" 



(S) o 
-CH-N-C 



OCH 2 Ph 
CI 



r<5- ci 



^ ? JT-i 
H 2 n 



CH 2 OH 

9 /-< CI 

£r cH 0- a 



(S) f? 
-CH-N-O 

CH 2 OH 



CH 2 OH 

CH 2 OH 
-JH-N-C-^J-CI 



-CH-N-( 
J H 

CH 2 OH 

(S) jj> 
-CH-N-( 
I H 
CH 2 OH 

(S) ff 

-CH-N-C 
T H 
CH 2 OH 

CH 2 OH 

-JH-NhC-HQ-C, 
CH 2 OH 

CH 2 OH 



.CI 
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Table 1.220 



C °N n o Pd ' R^ (CH2> r k m n chiralit v R 3 



-(CH 2 )p^-(CH 2 )^G-R 6 



2410 



2412 



2413 



2414 



2415 



2416 



2417 



a-^^-CH 2 - 




0-^>CH 2 - 

o-^>-CHr 

Ay 
Ay 
Ay 



CH 2 - 



CH 2 - 



2 2 1 



2411 CM fy cHr 2 2 1 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



CH 2 OH 



-CH-JHC-Q 



1 



CH 2 OH 
CH 2 OH 



~f H 'K" c "H~Lr 0CH3 

CH 2 OH 

CH 2 OH 

-{h-n-c-nhQ 

CH 3 
CH 3 

w P /=< CH3 



2418 



2419 



2420 



C^>CH 2 - 

o-^-ch 2 - 

Ch-^>CH 2 - 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



~f^|T"HAj- CH 3 
CH 3 



,CI 



(S) ? /=< 
CH 3 

CH 3 
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Table 1.2 21 



^No.^ R 2/ > " (CH 2 ) i k m n chirality R 3 ~(CH 2 ) F ^-(CH 2 ) 5 -G-R 6 



2421 



2423 



2426 



2427 



^>CH 2 - 



2 2 1 



2422 1 2 0 R 



CH 2 - 



12 0 R 



2424 c^_ CH2 _ 1 2 0 R 



2425 c^yatr 1 2 0 R 




CH,- 



12 0 R 



12 0 R 




2428 ^/^_ CH;r 1 2 0 R 



H 



H 



CH 3 

(CH 2 )2S0 2 CH3 

(S) s _ 
-fH-^C-N^>OCH 3 

(CH 2 ) 2 S0 2 CH 3 



.CH, 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(S) ? /=\ 

(CH 2 )2S0 2 CH3 
(CH 2 ) 2 S0 2 CH 3 
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2 4 1 



?;U-4- [ {N- (3 - h U 7Jl/^-a^5 1 ;i/^> > /'f JU) i/UyJH 757^? 
;H tT^'J yz^ACk^. SRtt75>ft'&«OC 1 -C,7JU*;K*Jl«*t)fflH 

ens. lit-, 7^*^*tLTf4. «*tf*?-;k x^;k n-7ntf;u, n 

-7^;k n-'O^k n-'S+S'Jk n-'VT'^k n-tf-^jk -fVT'D 
10 tfJk 'f775 1 ;k sec-ym ferf-7fiK -f7"<>3\Jk *:*^> 

3Mk ferf-w, 2 -^5 L ;u^>5^;u. l -xfwy^StflffBfc* 
ft*. 7> : en7A^^->(DW[t'f ^-xoffa&m^jtUTtt, 7-7-ft: 

15 

±fea ( i ) T^snsfb&titt, hk&mwo 992568 6t/i>7i/>> h 

(rfE*3*TT^«)«t-5C TfE^-r^ftl^co— jKMfcS!iIi££fl§^-& 
20 O^/SRlffiTfe'S. 
(fiigffi 1 ) 
TiBSC (ID 



25 




(ID 



[it*. R', R 2 . R 3 . j. k. m, b&tfnte. ±KSt (I) (CfcttS-en-g-'ft 

30 (DizmtmcTfrz. ] 

T3?£n£fkS$USS£. TESC (III) 
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2 4 2 



U K- 




(III) 



[it*. R\ R\ R 6 « G, p, feiUCqtt, ±!SS: (I) \Zto»Z*tl*tl<Dm 
■C*Sft*AW>i, *fcf4*0S*tt»W«:0 0 . 1-10 ^*^4|^IT, 

±E5t (in) T£$ft3#»si?>&© rsjsttg|*#j ttt, «ji«ADy> 

15 Jl/tfv-fS K (DCC) . N-JL^Jl-N' - (3-y7^75;/ae;i/) # 

My-f^P (EDCi^fciJwso . (cdi) , 

iV-kHD+yij-i?yH5H (HOSu) , /V- h H h 'J 77*-;U 

(hob t ) , ^>VhU7 4 /-;i/-i--r;^+->hij7. (trouvy-;w * 

T^-^A ^7MD*X7i-h (PyBOP) > 2- ' (lH-1> s Jh 
20 U7y— 1 - l-OW - 1, 1, 3, 3-fh7^fWo-")A ^\++J-7 
MD*77i-h (HBTU) > 2- ( i //- ^>7* h 'J 7 1 — fJW 
-1, 1, 3, 3-Thy^^)^ya-K7A 7 h y 7)l*atf\s— h (TB TU 
) „ 2- (5-/;M?;i/*>-2, 3-y*M+W5 K) -1. 1, 3, 3- 
fF7^f;WDrW rh57Mo$>-h (TNTU) . 0- 
25 i/-5^;i/) -i, i, 3, 3-^K5p<^;i/^n-^A rh77Ma#l/- 
h (TSTU) . ^D^MJT. (tfDUv/) *X*--7A '\**7;P*P*^ 
7x-h (PyBroP) &t"0«-&JW ; KK* U ftK^S/tfA, 
*^NU HJx3\)U75>. y-f V^otf;i/X5 1 JI/75>, 

eu->*>^<h*o75>^ (e^'j->v*^;u) #u*^u>. 
30 ;i/) tfux^ux (y7f;i/7sy/f^) #»j*^u>. tfu (4 - t'-jue 
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2 4 3 



(Hit 8:2) 
TKiC (IV) 



R V(CH 2 )-X (IV) 
R 2 



•T«**i«7;mr;wttt*i tks (v) 



15 

^(CH 2 ) k . O R 4 • 

HN )-(CH 2 ) n -N-C-(CH 2 ) p — |— (CH 2 ) q -G-R 6 (V) 

20 [it*, R\ R 4 , R\ R\ G, k. n, p, *«fctfqtt, ( I ) iZ 

T^£ftSft£#jO. 1 - 1 OSfi£$MT, *Jttt»«?¥«ETCK«5-t4--5C: 
a»**K*tt. ±E»fittli:|B|»©i|[ft*atfflV>*Jlt»wJ:»J. «tOR»C 
ft ^ h U £ A ft £ © 3 2 ffctt £ $ ti" 5 d t \Z £ 0 •. £{gilT' * * 
±Eit (IV) C*t»T. XttADy>f[?. 7 fr^frZfr* 7'J 
30 3"5"*BC^3Wff* L<£tfe>n-5. 7JU*;i>*;U#~;P***>£0ffifi&Jlfc 



WO 01/10439 PCT/JP00/05260 

2 4 4 

/ tell Vfc >4- O \ 
V5SCJL£(Z* O / 

TIHS (VI) 



R 1 



10 



>— (CH^-CHO (VI) 

3 2 



tti*jtB2ta"r. j 
sfctt, Tibs: (vii) 



15 R'-CHO (VII) 

««K RMJ, _hH55Et (I) KasW-SR'OjeHiRI&TfttK jttO*«-T«-& 

fS^n^y^ft h* i ±es (v) Tassn-sft^tto. l-ioai 

25 *JBlr»***ftEJS. *fctt*#jS^£J£fc££ffllr>ac£#T#.5. 
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2 4 5 



<»lxfitt4) 



TE£ (VII i) 



(CH 2 ) k 




^(CH 2 )j-N 



(CH 2 ) q -NH 
R 7 



(VIE) 



(CH 2 ), 



Ht. R l > R 2 , R 3 > R\ R s . R 7 - j , k. m, n, p, iJjctfqtt, ±12 

io it (i) icfctf*-tn-rnco£«£i?ii;T&<&. ] 
TS^ns^ttiast, rest (ix) 



15 R 6 fct ±ses (i) c*wsR 6 os«t'i^i;-c*o, Att#;U3i?-;i,s 

±iE»iitei tmn<Disi7m. m&m. £tz\mm%m$.m^z 

(Miiffi 5 ) 

25 ±125): (VIII) T«n«fl:*ftlSit, TSSxt (X) 



HO-A-R 6 



Z=C=N-R 6 



(X) 



30 



[3*. R 6 ti±gEiC (I) Hfctt* R 6 ©£«4:l3li;T*rh Z ttl&Wrf *£tt 
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~T^^-l — P" /VT\ 



;(CH 2 ) k 



>-(CH 2 )-N }-(CH 2 ) n -N-C-(CH 2 ) p — |-(CH 2 ) q -A-OH (XI) 
R 2 (CH 2 ) n 



,2 \ / r3 r 5 



10 K«f, R'. R 2 . R 3 . R\ R 5 , j. k. m. n, p, fc<fctfqte, ±E3t ( 

sit. ] 

•es^nsft^iiait. ties (xid 

15 R 6 -NH 2 (XII) 

R 6 «, ±Eit (I) C£W-5R 6 <0j£l|£E|i;T&*. ] 



# 

WO 01/10439 

Ot^S 1 0 or«lfiHT**. RJS5S7«. fMMftfc Tftt>^ii 

lWt-r«±IEit (I) TS3tlS5Rtt7 5>fk^«j*#«|-r*Ct*«T*S. * 

Tablel. 1-1. 221 C*HTff««i:ftiWli:LT*tffcft:^* 
[ltt£ftfcfl:-&-^#-5t (Compd. No. ) £*JJSLTUS. 

[##0J 1 ] (R) -1- (4-?PP^>v;i/) -3- [ (N- (3, 4-/7 

20 ;kfrP^>*Af;u) VVjsM 7 5/] if g_U_x> (fc^6 9) ©£<£ 

*%0J©ft-&#)«WO 9 9 2 56 8 6^/t>7l/7 M5«fc©«itffiK«fc O^ldcL 
6 9© (R) -1- (4-^DP^>v;P) — 3 — [ {N 
- (3, 4-v7Mo^>'/^jW ^'JyJH 757] fcfo l> ^>ttUTF©J; 5 

25 

1) 3-75/- 1- (4-^Da<>y^) bfp'j v> • -jj&jg 

4-i7DD^>v ? ;i/i7P»J K (4. 15g. 2 5, 8mmo 1) t /-P r 2 NE 
t (6. 6 7 g, 5 1. 6mmo 1) ^ 3- I (fer f -7 h + ^UxtfXJP 
) 75 /} tfPU v> (4. 81g, 2 5. 8mmo 1 ) ©DMF^fS (5 OmL 
30 ) KlPAifc. S^«7 01CT'l 5B$HHB#U »fflES«£ETK:l»SLfc. ff 
&& (CH 3 CN, 5 OmL) KJ: D BWfr* 3 - I ( t e r t -7>*->#;i,# 



PCT/JPOO/05260 

2 4 7 
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75/} -1- {A-tuv^is/V) t'n!)-^ (6. 4 3 g> 80%) 
1 K — in MR (CDC I 3 , 3 0 0MHz; 5 

1.37 (s, 9 H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H), 2.5-2.7 (m, 2 H), 2.83 
5 (br, 1 H), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H), 4.9-5.1 (br, 1 H), 7.15-7.35 ( 

br, 4 H); MliRPLC/MSt'tW: (9 8%) ; ESI/MS m/e 

3 11. 0 (M + + H, C 16 H 24 C I N 2 0 2 ) 
3- { (ter t-7h*isjj;l>#=.;U) 75/} - 1 - 

) t'n (6. 38g, 2 0. 5 mm o 1 ) ©CH 3 OH ( 8 0 mL) ffignz. 1 

10 M HCl-Et 2 0 (lOOmL) **0x., 2 5tfl5«l$Lt 

JETWfcSU HlgA (CH 3 OH/CH 3 CN=l : 2, 13 0mL) 

■C^f 5r i(C«t 19, 3-7?y-l - (4-^dd^;H t°o y .^y . - 

ttOHft (4. 9 3 9 g> 8 5%) £6fefft*i: LT#fc : 

1 H — NMR (rf s -DMSO, 300MHz) 5 
15 3.15 (br, 1 H), 3.3-3.75 (br-m, 4 H), 3.9 (br, 1 H), 4.05 (br, 1 H), 4.44 ( 

br, 1 H), 4.54 (br, 1 H), 7.5-7.7 (m, 4 H), 8.45 (br, 1 H), 8.60 (br, 1 H) ; 

«lttRPLC/MSt?#ftt (>9 9%) ; ESI/MS m/e 211. 

0 (M + + H N C 1X H 16 C I N 2 ) 
-Jt¥f£i± (R) -3-7$ /-I - t°o y iyy . ZMM 

20 M.t (S) -3-75/- 1- (4-^Dn^y^) t°n fsi/ • H:^ggj&£; % 

2) (R) -3- { (N- t e r t-~7 Y^i/fl )Vfc~i\>) 75/-1 
25 - (4 ~9 u a^l/js/U) fc°p y i/V 

(R) - 3-75/-1- t°n y >?>- . rifilfeJfi (4. 

54g, 16. Ommol), 2M NaOHg$ (8 0mL) JoWSglxf 

^ (8 0mu (Dm&m&mwL, u *m&mm^* (somL 

X2) T'ttttlLfc 0 Ml^^-frTte^^ ij fij g^ jftlg-TS 

30 ^<tt^J: r>mm<D (R) -3-757-1- (4-^bd^^) t °n y ( 
3 . 3 5 g , 9 9%) 
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2 4 9 

(R) -3-75/-1- {A-yuuKsisfr) tTD'Jv> (3. 35g. 1 
6mmo 1 ) (DCH 2 CI 2 (80mL) mWz. Et 3 N (2. 5mL, 17. 6m 
mo 1) . /V- t e r t-yh + y*/^z^'J-» (2. 79g. 16. 0m 
mol) . EDCI (3. 07g, 16. Ommo 1 ) &cfctfHOB t (12. 1 
5 6g, 16mmol) ZMZft. KfomG®* 2 5"CT 1 6R#|HHa#Ufc&, 2M 
NaOHjgfg (8 0mL) ZltoXft. U zk® □ ? >T 

MlttiUit (1 0 OmLX 3) . W$&®£&fc>itTzK (1 0 OmLX 2) £&&zK ( 
lOOmL) Tft^U i£7KBfti?^-h»J^AT^ji« gjg, ilJiLfc. fiy u 
■7h^77^- (Si0 2> Pi?X^;U) K«k»3. (R) -3- { TV— ( 

10 f er t-^h + y7JM^) i/UvJH 75/- 1- (4 - £ P P^>vJI/) 
k°P'Jv> (5. 40g, 9 2%) Zmtz. 

3) (R) -1- (4-^DD^>v;i/) -3- (yj->^75y) bfP'JyXP 

15 (R) -3 - {N- ( t e r t-y'h*isj])l#=.)l) if^'yM 75/- 1 - 
(4-y-pp^>^)U) tfD'Jy> (5. 39g. 14. 7mmol) 
;l/ (6 0mL) mm\Z. 4M HC 1 v (3 8mL) ^^iPx.fc. Z.CD 

L) ZbUktzo ^My^op/:?> (8 0mLX3) T'iftltfcU m^W.^t> 
20 lTr«7kBtii?^hU£ATi£gL jlffiLfc. *7A^D7 hifyy-i- (S i 0 2 « 
AcOE t/E tOH/E t 3 N=9 0/5/5) fc«fcD. (R) -3- (^'JvJU 
75 7) - 1 - (4-^OD^>yJW tfP»Jv> (3. 3 7 4 g; 8 6%) £ft 
7c: 'H-NMR (CDC 1 3 , 2 7 0MHz) 6 

1.77 (dd, J = 1. 3fcck£>*6. 9 Hz. 1 H), 2.20-3.39 (m, 2 H), 2.53 (dd. J = 3. 3 
25 43ctZ>'9. 6 Hz, 1 H), 2.62 (dd, J = 6. 6 ££0*9. 6 Hz, 1 H), 2.78-2.87 (m, 1 H) 
, 3.31 (s, 2H), 3. 57 (s. 2H). 4.38-4.53 (br, 1H), 7.18-7.32 (m, 4 H), 7.3 
9(br, s, I H) 

4) (R) -1- (4-^DD^>yj|/) -3- [ {TV— (3, 4-v7)ktP^ 

30 >7-f;u) yu->;i/} 75/] ep»jv> «b&#g-%6 9) 

3, 4 -i?y )V^W\>*J^ )l? P U K (0. O6 0mmol) ©i7DD*M 
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2 5 0 

mm (0. 4mL) (R) -1- (4 - >? □ U1>*JM -3- (if l )^)V7 
5 7) t!o'Jv> (0. 0 5 Ommo 1 ) t MJXx^75> (0. 0 7 Ommo 
1) (5^dd*M (1. OmL) SiKfcJllAfc. £©EJSiI£*)*Sfi"r2. 5 
WfWlItfbfctk (75//^;W #U^^U>«HB (1. 04mmol/g, 5 
5 Omg, 5 Ommo 1) €r^D^_, fi£4b*MT 1 2WrlBft#bfc. 

SiBb. Wk*i?>;uu*9> (0. 5mL) TftftLfco ««t«ait***>« 
, y^OD/^> (4mL) £JjQx., 2 M NaOH*»«t (0. 5mL) 

fcTftfrU M-T-SCiiCctO, (R) -1- (4-£od^>>W -3- [ 

{at- (3, 4-v7;^p^>y-r;i') yu->;w 75/] tfauv> 

10 #^6 9) (7. 8mg, 3 8%) : m&\tR P L C/M S T'#a6fc (>9 

9%) ;ESI/MS m/e 4 0 8. 0 (M + + H, C 20 H 20 C 1 F 2 N 3 0 2 ) 

15 CCR3 b-fe bT^SJT&K 5 6 2 §BlJI2£ffl^T, *tel*J*;U^^ 

CCR3f£Jf|K56 2«Bia*l OmM HEPESttHBSS»Sl:8Slfc 
fcOKlmM Fu r a 2 7-fe h + ^/^PX^x^ (Htft^ttfi) £*D;L> 3 
7tCT3 0#WK >+a^-Mfc. ;itt£3 4 0 nm£3 8 0 nmTlEL, 
20 3 4 0/3 8 Olt^^X^-T-SdtCiO^ mffeftjVVi'V&mg.ZfflJZ.Ltz. 
7^7btLTthx^+-» (0. 5/ig/ml) WJMte&mQfA 

25 

JJpjglJlfS (%) = {i- (A-B) / (C-B) } X 1 0 0 
(A : tt»{k^»Tfflabfcftx*3'*">>T*!l*bfct#©«IJiart*^^^A» 
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i o uMom&a^x, ^-n-e*n2 o - 5 0%. so%-8o%. 

, >8 0K©BSfB*jj*Lfc. 

1 0mM©»«C*J^T2 OX-5 OX©H»ffi**Lfc{t-&* : 
rt:£$J#^ 11. 156. 234, 330, 392, 424, 481, 523, 5 
5 2 5, 5 3 3, 5 5 8, 5 6 7. 5 8 2, 6 0 2, 6 1 3, 6 3 0, 6 4 6, 6 4 
9. 7 0 1. 7 3 8, 7 4 1, 7 5 4, 7 6 7, 8 1 4, 8 1 6, 8 3 3, 8 3 9 
, 873. 902, 909, 945. 1002. 1159, 1170. 1258. 
1 3 1 5. 1 3 5 2. 1 3 5 7, 1 4 0 7, 1 4 1 7, 1 4 4 8, 1 4 7 2, 1 5 
0 4, 1 5 0 8, 1 5 3 1, 1 5 5 8, 1 5 6 2, 1 5 6 9, 1 6 6 1, 1 6 7 0 

10 , 1 6 8 6, 1 7 1 9, 1 7 5 1. 1 7 5 6, 1 7 6 9, 1 7 7 5, 1 7 8 3, 1 
797. 1802. 1803. 1815. 1834. 1841. 1846. 188 
3. 1 8 8 7. 1 8 8 9. 1 8 9 2. 1 9 1 3. 1 9 2 4. 1 9 2 8. 1 9 6 o! 
2006, 2013. 2035. 2052. 2083. 2113. 2127. 21 
36. 2189. 2320. 2321, 2323, 2327, 2330. 2334 

15 . 2 3 3 6. 2 3 3 8, 2 3 4 5, 2 3 9 4, 2 3 9 4, 2 3 9 8, 2 3 9 8, 2 

4 0 0, 2 4 0 0, 2 4 0 6, 2 4 0 6, 2 4 0 7, 2 4 0 7, 2 4 0 9, 2 4 0 
9.242 0.2420.2421.2421 

i 0/iMolgt:i»nt5 0%-8 OK©nra&KLfc<b&to : 

fcGIMM* 83. 115. 146. 150. 216. 294. 297. 322. 4 
20 05. 440. 459, 461, 466, 482, 484, 487, 490. 49 
2, 5 0 3, 5 2 6. 5 2 8, 5 5 0, 5 6 2. 5 7 0. 5 7 8. 6 2 0, 6 2 3 
, 6 5 9, 6 8 5, 6 8 7, 7 0 3, 7 1 6, 7 3 0. 7 3 3. 7 5 5. 7 7 0, 
850. 856, 867, 876, 998. 1015, 1024, 1223, 12 

5 9. 1 2 6 7, 1 2 9 5, 1 3 7 7, 1 4 0 2, 1 4 1 2, 1 4 2 0, 1 4 8 5 
25 . 1519. 1550. 1560. 1595. 1601. 1650. 1701. 1 

7 2 5. 1 7 5 4, 1 8 3 6. 1 8 5 6. 1 8 7 0, 1 9 1 2, 1 9 2 3, 1 9 2 
9. 2095, 2120, 2138, 2179. 2258. 2260. 2261. 
2267, 2268, 2270, 2275, 2276, 2278, 2287. 22 
90. 2291, 2294, 2297, 230 0, 2301, 2302, 2307 
30 , 2309, 2 3 13, 2317, 2322, 2324, 2326. 2328, 2 
329, 233 3, 2335. 2343. 2344. 2346. 2347. 234 
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3 2 9. 2 3 3 3. 2 3 3 5. 2 3 4 3. 2 3 4 4. 2 3 4 6. 2 3 4 7. 2 3 4 
8. 2350. 2351. 2353. 2358. 2360. 2361. 2364. 
2 3 65. 2368, 2369, 2377, 2379, 2381. 2402. 24 

0 3. 24 04. 2 4 0 5. 2 40 8. 24 1 0. 2 4 1 1. 2 4 1 6. 2 4 1 7 
5 .2418 

1 0 (iM<D&&K.i$\,>X> 8 0%<D®mf&£?i<Ltzlb&m : 
ik&M&^r 7. 32. 68. 169. 173. 203. 209. 215. 520. 
544. 547. 851. 852. 855. 874, 910. 1003. 1012 
. 1 0 3 2. 1 0 3 8. 1 0 4 2, 1 0 4 3. 1 0 4 6. 1 1 1 4. 1 1 9 0. 1 
10 244. 1247. 1384. 1441. 1513. 1527. 1545. 158 
2. 1 6 7 3. 1 6 8 7. 1 6 8 9. 1 7 0 5. 1 8 5 0. 1 8 6 9. 1 8 7 1. 

1 8 7 6. 1 8 7 7. 1 8 9 9. 2 0 2 7. 2 2 8 9. 2 2 9 3. 2 2 9 6. 2 2 
98. 2315. 2318. 2319. 2325. 2332. 2349, 2352 
. 2354. 2355. 2356. 2357, 2359. 2362. 2363. 2 

15 366. 2367. 2370. 2 371. 2372. 2373. 2374. 237 
5. 2 3 7 6. 2 3 7 8. 2 3 8 2. 2 3 8 3. 2 3 9 0. 2 3 9 3. 2 3 9 6. 
2412, 2413. 2414, 2415, 2422. 2423. 2424. 24 
25. 2426. 2427. 2428 

20 imm&\2i c c r 3 m&mmmMtt^o^*? ^^xD^^-t^mmmcom^. 
t hccR 3ig^K5 6 2mm^<ommLt^mmmm^i:o. smg/mLW 

6 <fc 0\Z.T '<-y-7 7— (2 5mM HEPES. pH7. 6. ImM Ca 

Cl 2 . 5raM MgCl 2 , 0. 5%BSA) \Z.W® LmmftUffiWit Ltz a 

ft^ft^r -7 7 7-t« Lfc^i^ftiMiii Lfc„ [ i25 i] m 

25 Hit Y^*?*i/^ (T^+ivttM) ^UCi/mLi:<i:5j;?i:77t^/< 

y7 7-x*%mLtcmm%:mmi))jj>mmkLtc 0 o. 5%BSAt«Lfc9 
6^xy^-r^P7°u-Mc i <}*;uhtz<ommfc'fr%)i&m2 5 » l, mp&vx 
y mwi2 5 n l. mmftmmm5 0 » L^m^^^LW^^ m^mw. 1 0 0 

nD . 2 5°CT*9 Oftjy^^—Y ttc a 
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/^-5ri l nffi^S'77- (7j»t^^5'77-+0. 5M NaCl) 150mL 

^ac^fcfcD 2 5/z LfoAnx, 7j;uf-±.<Dmm 

10 Pflg$ (%) = {1- (A-B) / (C-B) } xi 00 

(a : ttttft6toffiin*4>* * y K b : t b^** v i o o n g saw 

US<Z>#^K C: [ 125 I ] mWit h=-***i'i<'(D*maLitk£<D*<!?>\>) 

^o-c, ^jxe>tt^s«E, ru/^-ttM, rbtr-ttftit*, mmm. & 
mm&£v/*tzi*j-ffimkLx-&mx*hz> a ccR3fs»ici^<H 
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m m <d $g m 

1 -T"5n^ / T \ -«-±7 t rt. Ail. •» ^^iUAL i.abdu ... _ — . . . 

^©is^MKimsns c , - c t7)v*)vmm**M» ttz, c c r 3 mi 
5 .flUBsrrsaa. 



R 1 ;(CH 2 )h o R 4 

>-(CH 2 ) r N )— (CH 2 ) n -N-C-(CH 2 ) p — U(CH 2 ) q -G-R 6 (I) 



,o r2 (Ch 2 )/ R 



20 -r;PS, C,-C,7;WH, C 3 -C,y^D7^JH, C 2 -C,7^-Jh5 
. Ci-CeT^n+vS, Cj'-C.TJWiVy**. C 3 -C S 7JP*1/>S> C 2 

-c 4 7;p*u>^-+->s> c 1 -c 3 7;p*i^>v^->s, 7x-;us. 7xy* 
->g, 7x^;ug 1 ^-s, ^>v;ps. ^>:/^;i-+->g. *>*/-f;iV7S /S. c 2 
-c 7 7;^y-r;us, c 2 -c 7 7;io**;M5:z;i,g, c 2 -c 7 7^y<;^ 
25 +->s> c 2 -c 7 7;i/*/<^7sys, c 2 -c 7 ^-7^+;^;i/A*^;us, 
c 4 -c 9 iv-5'^n7**;iv*;ww;iv»/c 1 -c t 7^*;^^*^;ivai, c 
3 -c 8 (7;m+->^;^-;p) ^-7x-;PA;u;^-f;us, tf^'J 

:-NH (C=0) 0--C^$nS2«. it : -NH (C = S) O-T^Sn* 

30 -2ffis, -75/s. (c,-c 6 7;i/*;u) 7$/g. &L<ttv (c,-c 6 7 
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IB 1 . kKD + yl, 7 5/&» h'J7;P^P>^;US, C,-C,7**A1, t> 
L<ttC 1 -C 6 7;iO*:ySKck?T®&$ttT^T : b e i:^. 

r 2 «, zKJRBT?, c,-c 6 7;MMi/g, c 2 -c 7 7;i^3+v*;^-;ps, t 
c 1 -c e 7;m*'>st«koTiittsnT^T'b«j:^. fcaru j=o©£#teR 2 

ttk KD + i'STtt&lri. 
j ttO- 2 ©MR***. 
10 k(i0-2OllcW„ 
mlJ2-4©IS[^t. 
nttO*fcttl 

kH C,-C 6 7;Mr^*. t>L<ttC 1 -C,7^3*5/*fc«koTBlft 
15 $ftT^Tt>«fc^l*fctt2ffi©7iz:;i>S) tCkoTg^^nx^Tfect^C,- 
C 6 7JM^S£^r. 

*fcttC,-C 6 7;mr;i'a*aU, R^itfRM^^C-CeTMMH 

20 ^A't-ni/g, ^;i/*7°hS, 7'7-v/H. C,-C 8 y^D7JWH. C,-C 

, C,-.C 6 7;U*;PS, C,-C,7;p3*5/». t)L<tt^>yM+->ll;j;o 
TffittSttT^TfcJ^^x-jm) . 7x/*->g. 'OyJl't+yl, ^>-7 

c 2 -c 7 7;p*y-f;ps. c 2 -c 7 7;m*>#;i/*-;i, 
25. a. c 2 -c 7 7;k&/-f;M-*->g. c 2 -c 7 7;k*j/<;P7S /s. c 2 -c 7 n 
-7)V*)V%)Vrt*:'()i&. c,-c 6 7;p+^;i/*-;i/^ 75 (c, 

-C,7^*;W 7=71, x (C,-C 6 7^*;W 75/S. feL<tt Csr-oM 
»*3B»*fca*©^>-tf>S!liolSl^fc«k QJBftSttSfltelR) lick DM&$tt 
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Gtt, -CO-, -S0 2 -, -CO-0-, -NR 7 -CO-. -CO-NR 7 - 
v -NH-CO-NH-, -NH-CS-NH-, -NR 7 -S0 2 -> -S0 2 -N 
5 R 7 -. -NH-CO-O-, $£&-0-CO-NH-T*£tt3S£^To 
T\ R 7 tt, TKSRS^SfcttC^CeT^+^S^f^ R 7 teR 5 £: 

R 6 tt, 7x-;ps, c 3 -c 8 ->^D7;^H, C i -C t 3 s9u7fr*—M& 

10 *E?£l-3ttrr*2rSM*3tt*«U ±fBR 6 K*>tt£7xn;i^ ^> 

T«f^S*^J«l/T^Tt)«k<, $^tr±s5R 6 {w*Dtj--5 7xn;i/S, C 3 -C 8 ;/7 

n7jwn, c,-c,->^P7;^-;uai. ^>v;ps. ^s^s^s. *fc 

hog, ttisri-vm. #;i/#*->;us, a^/xt-nwk hU7Ma/?jp 
£, CrCmJH, c 3 -c 8 ->?n7;MrJP£. c 2 -c 6 7;i^-Ji>g, c 

1-0,7*3 + 3/1. C 3 -C 8 yi7D7MM+yS > C x - C ^l^P^S 
, C l -C 3 7^*l/>v^+>S, 7x-Jl/S> 7i/ + yl, 7x^7571 

3-7I-JWH h*S, C 2 -C 7 7JU*/-r;i/», C 2 -C 7 7*3+->*J^- 

jpx, c 2 -c 7 7;i'*y-f ;p**'>s, c,-c,7;p*y'f;w75yai, c 2 -c 7 
w-?;!/^*/^^;!/!, c.-c.tmmm-jh, 7i^w;i//\ ,; E 

-fJPS, JV, yV-v (C 1 -C 6 7;i/+;i/) 7*7 7t<M> 75 /», ^7 (C,' 
25 -C 6 7)V*M 75 /«, 5? (C,-C,7**;W 7 5/S. ^>^75/*, 

c 2 -c 7 (7;W3*s/*;p#^) 75/s. c,-c, (7*+;Px;i/*n;p) 7 

fcL<«, tf7> (C 1 -C 6 7;mp;U7;i/*n;W 75/gK«fc9ig8l«£*l 
Ttvcb«fc<, dtl£©7x^;|/S, C 3 -Cjyi?o7M;H. C 3 -C 8 ->7o 

30 Mmo)/\atr>^. ->7/S. tFD*->i, 75 VS. bV7)V*u*7JV& 

. c 1 -c 6 7;p+^> c 1 -c 6 7;m+vS. c 1 -c 6 7;i/*;i/^^s, ( 



WO 01/10439 PCT/JPOO/05260 

2 5 7 

2. ±123; (I) K*H>Tk = lriOm=2T&5, W*3«lfE«©CC R 3» 

3. ±123 (I) t^itk = 0^m=3T*4 ) »*«1IH«©CCR 31g 
0 4. ±C3 (I) fc*^Tk=l*»Om=3T*«, W*JHlE«OCCR3}S 

5 

6. ±153 (I) l:*Utk=l*Om=4-ei&5 > fi?3}<« lE^^CCR 3S 

7. ±ca (i) Tasnsft^.-toiii^Micwea.nsKfttD*, sfci* 
o ^oii^WKiw^snsc^CeT^+^jpfrswssftis^t-ra. ccr3« 

5 9. TI/Jl'^-ttM, 7htf-MM> gftk£ . 

1 0 . £«at&fEttn£STfc«m$8 7 E4R©fe83K<b L < te^KIS. 
3 11. ^ffi*ix<XT*SM*«7ieiS0f&^feL<«^K^. 
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